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mmk %mk &immKt*£m^xi%mz&t)$i&tzzi:i><xzz 0 

*;l^ N Zx7U >g|^ A N ^>Jxfi/>^>j 3 -;K @{bfil 
Si®** c 

ffl^o*^iciec;T»g«£$n5*< % i~i o omg/kg #s N l 

< \t 1 - 5 Omg/kg &l©igfflT-& t) % 1 B 1 03: fcli£fclsH;:£tt rft4. 
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n m w 

mSSn D n ©2, Ko4->^7^U> (961mg) £N, N-^f-;U 

**A7 5 K (10 0ml) H»*U9A (1. 2 4 4 g) £Jn 

^mS^TS^tfeo 3 0£&^y*-;U8H* (l. 14ml)^,<0iTL 

■7h^77>f-|i^J?i(tSS!U »©fb£ft£3 0 7mgs J»2 996-efifc 0 

1 H-NMR (CDC1 3 . 9 0MHz) : 5 3. 8 9 (s, 3 H) . 
7. 00-7. 18 (m, 4H), 7. 53-7. 70 (m, 2H) 
(FD-MS, m/2) :174 (M + ) 

n«j2 

(12) 

4-*dd-6. 7-^y h + v/+;'J> (7 5mg) £**m "flirt: 6 - 
* ^i/-2-t7h-A (17 4mg) tm&L 18 0t*3 03jWL 
^ Rl»*»^f>/tth> (2/1) TKH+53Mr>!)*Yj|,* 
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w bryn-iz&omuu »{h^7 1mg, JR*5 9KT»fc 0 
1 H-NMR (CDC 1 3 , 9 0MHz) : 5 3. 9 6 (s, 3 H) , 4. 0 
7 (s, 3H). 4. 08 (s, 3H), 6. 53 (d. J = 5. 71Hz. 1 
H) . 7. 18-7. 3 6 (m. 3H) , 7. 5 6-7. 9 1 (m, 5H), 8. 

5 0 (b r, 1H) 

KM&tm (FD-MS, m/z) : 3 6 1 (M + ) 

6, 7-v^ h*->-4- (2-f-7^^^-» *V 'J > (1 Q) 
4-7DD-6, U> (4 5mg) imBSS,©j8~^7 h 

-)l (14 4mg) £jg£U 180W2^rBiaffLfc^ 2 £ HftO 

1 H-NMR (CDC 1 g, 9 0MHz) : 6 4. 0 5 (s, 3 H) , 4. 0 

6 (s, 3H) , 6. 5 2 (d, J = 5. 2 8Hz, 1 H) , 7. 2 7-7. 6 
1 (m, 6H) , 7. 7 5-8. 0 0 (m. 3H) , 8. 5 0 (b r. 1 H) 

K*£«r« (FD-MS, m/z) : 3 3 1 (M + ) 

HWJ4 

6, 7-?y h^->-4- (7-y Hri/-2-"*-7*;b*-*S/) 4/'J> 
(1 3) 

4-^nn-6, 7-i^ h4">47 «;> (8 9mg) <tmjRS©7 
•>-2-*7h-;u (2 09mg) £E£U 1 8 0W3 0ftE8g#ljt& N 
^fe#J 2 £ l^cD^fe £ , tli U gg<Dft£#£5 9mg N 453*4 1%-? 

X H-NMR (CDC1 3 , 9 0 MHz) : 5 3. 9 2 (s, 3 H) , 4. 0 
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5 (s, 3H) . 4: 0 7 (s, 3H) , 6. 5 4 (d. J =5. 4 9Hz, 1 

H). 7. 10-7. 2 4 (m. 3 H) , 7. 4 9-7. 9 1 (m, 5H), 8. 
49 (d, J = 5. 49, 1H) 

(FD-MS, m/z) : 3 6 1 (M + ) 

mm 5 mm\) 

5-^ h*U-l -j-y h-;i, 

* H -NMR (CDC1 g. 9 0MHz) : 6 4. 0 0 (s, 3H) , 6. 7 
9-6. 8 9 (m,- 2H). 7. 3 0-7. 4 8 (m. 2 H) , 7. 6 9-7. 
9 0 (m, 2H) 

®fi##HI (FD-MS, m/z) :174 (M + ) 

(11) 

4-i7oo-6, 7-v?y h^'>+y 'J> (85mg) £|IS&eiJ5?i#*:5 - 
^ \>*v-l-j-7Y-)\, (67mg) 1 8 0 c C4 3 2 0^ii#L^ 

t^m2 tnm®m\z± -ixttmu mmmts®* 1 9m g , j»i 4 

X H-NMR (CDC1 3 , 90MHz) :<54. 04 (s, 3 H) , 4. 0 
8 (s, 6H) , 6. 3 1 (d, J =5. 2 7Hz, 1 H) , 6. 8 3-6. 9 
2 Cm. 1H) , 7. 3 4-7. 6 1 (m. 4H) , 7. 7 5 (s, 1H) , 
8. 2 0-8. 2 9 (s, 1H) , 8. 43 (b r s. 1 H) 
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nmfiVrm (FD-MS, m/z) :36 1 (M + ) 

6. L±iiziz (4 — r>K»;^^-^» (17) 

4-*dd-6, h + ->+y tf> (1 12mg) £TtTI£ D D D© 4 - t K 

D^W>K-;b (2 0 0mg) £g£U 1 8 0t*3 03}r«L/: o KJS 

if 

**^DDJh;VA/BsKxf-;i/ (3/1) «mix'J*WD7h/ 

* H-NMR (CDC1 3 , 90MHz) : <5 3. 9 5 (s, 3 H) , 3. 9 
6 (s, 3H) . 6. 0 8-6. 1 3 (m, 1 H) . 6. 3 5 (d, J = 5. 2 
8 Hz, 1H) , 6. 8 3-6. 9 3 (m, 1 H) , 7. 2 9-7. 4 5 (m, 
5 H) . 7. 62 (s, 1H), 8. 40 (d, J = 5. 05Hz, 1 H) 
(FD-MS. m/z) : 3 2 0 (M + ) 

6, 7->M h4->-4- (3, 4-y/h^y7x7^-» 4yj>(8) 
4-*dd-6. 7-^y h + i/+y >J> (90mg) i» D 0 3, 4-v 
> h^i/7xy-;U (18 7mg) *fi£U 18 0*0*3 0AT$mim, 
^+-b->/7-fe h^T-Sggi-^v/g^y^^A^nv h^57^ - in «fc O f&SJI 
U mMOit^^2 6 m g. JR^l 9%T-^ 0 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 6 3. 8 7 (s, 3H) , 
3. 9 3 (s, 3H) . 4. 0 5 (s, 3H) , 4. 0 6 (s, 3 H) , 6. 4 
5 (d, J=4. 9Hz, 1H), 6. 75 (dd. J = 2. 4Hz, 9. 2H 
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z, 1H), 6. 75 (d, J=2. 4Hz, 1 H) , 6. 93 (d, J = 
9. 2Hz, 1H), 7. 42 (s, 1 H) , 7. 57 (s, 1 H) , 8. 48 

(d, J=4. 9Hz, 1H) 

M£4FHg (FD-MS, m/z) : 3 4 1 (M + ) 

H«J9 

6, 7-^y h*->-4- (6-*/ !Mg*vQ *J 'J > (1 5) 
4-^po-6. 7->>V 'J> (9 Omg) £iOT D n n © 6 - t Kn 

»j> (i 7 6m g ) £{gfflu SlWJSilsi^^-es^i^iit^ 

t*Ctl;ick*)^0ft£«6 2mg N Jtf$4 6%Tl£fco 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :~6 4. 0 5 (s, 3 H) , 
4. 06 (s, 3H), 6. 56 (d, J = 5. 5Hz, 1 H) , 7. 44- 
7. 6 2 (m, 5H) , 8. 1 3 (d, J = 8. 5 Hz, 1 H) , 8. 2 2 (d, 
J = 9. 2Hz, 1H) , 8. 5 3 (d, J =4. 9 Hz, 1 H) , 8. 9 4 

(d, J = 4. 3Hz, 1H) 

m&Vrm (FD-MS, m/z) :3 32 (M + ) 

6, 7-?y h*'s-4- (3-77t/^D7xy.4v) * / 'J> (4) 

4-? on- 6. 7-vM h*^*>"J> (10 Omg) ilUSgSO 3 -7)1 
*o7xy-;t, (0. 2 0ml) £££U 1 8 0°Ct£3 0#FHit#Lfc o IxM 

^m^fmm.imi' v v o^mmxwuitz'&s Kmm^mxftm u 
m£**)i>m®ftm*T'$c&'&, mamki- h y ^rsan^. meet® 
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1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 0 4 (s. 3 H) . 
4. 0 6 (s, 3H) , 6. 5 6 (d, J =4. 9Hz, 1 H) , 6. 9 3 (d, 
J = 9. 2Hz, 1H), 6. 95-7. 05 (m, 2H), 7. 39-7. 4 
5 (m, 1H) , 7. 4 7. (s, 1 H) . 7. 5 0 (s, 1 H) , 8. 5 3 (d, 
J=4. 3Hz, 1H) 
JM£&fii (FD-MS, m/z) -.2 9 9 (M + ) 

mmii 

6, 7-S?y h^y/-4- (3-fc Kp^->7^y^i/) U > (5) 
4-*no-6, 7 - h U > (3 0 0 m g) bimSl&Wh*/ 

W7tf-K0. 8 3 5ml) £M&U 1 8 0 W3 0#figat#Lfco 

au E«=iHiif-^**teaAttacT«»a N by satis* Lfc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5.4. 01 (s, 3H), 
4. 02 (s, 3H), 6. 48 (t, J=2. 4 H z', 1H), 6. 5 9 (d, 
J = 5. 5Hz, 1H). 6. 77 (dd, J = 2. 4Hz, 7. 3Hz. 1 H) 
, 6. 82 (dd, J=2. 4Hz. 8. 6Hz, 1H), 7. 33 (t, J = 
7. 9Hz, 1H), 7. 39 (s. 1 H) , 7. 47 (s, 1H), 8. 40 
(d, J=5. 5Hz, 1H) 

(FD-MS, m/z) : 29 7 (M + ) 
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mmmi 2 

4-?oo-6, 7-?y (1. OOg) imKD n o©4-yn 

^7xy-;U (l 1 5mg) *«#U 1 8 0°C*4 0#HI»Lfc. 
&£t&fD$kSfeR3fc* h »J 9 A7k^T"*?D L fcSL 7K £ * d d * ;b AT^i U 

7 4 -iCfctJffiJUU *»DflA«iJ*l. 2 0 g, iR^7 6%Tf§£ 0 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 54. 04 (s, 3H) . 
4. 0 5 (s, 3H) , 6. 4 8 (d. J =4. 9Hz, 1 H) , 7. 0 8 (d, 
J = 8. 5Hz, 2H), 7. 43 (s, 1 H) , 7. 51 (s, 1 H) , 
7. 5 8 (d, J = 8. 5Hz, 2H) , 8. 5 1 (d, J = 4. 9Hz, 1 H) 
Sfi£flrffi (FD-MS, m/z) :3 5 9 (M + ) , 36 1 (M + + 2) 

4-*no-6, 7-^y h**>*y"J> (102mg) £rf>l£ D D D 02 -/• h 
*->7x/-* (0. 5ml) «teU 1 5QW8*Ha»Lfco 

76mg, JR^5 4%T#^ 0 
X H-NMR (CDC 1 3 , 9 0MHz) : 8 3. 7 8 (s, 3 H) , 4. 0 
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5 (s, 3H) , 4. 0 5 (s, 3H) , 6. 3 1 (d, J = 5. 3Hz, 1 H) 
, 6. 9-7. 4 Cm, 4H) , 7. 4 2 (s, 1 H) , 7. 6 3 (s, 1 H) , 
8. 4 5 (d, J = 5. 3Hz, 1 H) 
M£#rffi (FAB-MS, m/z) :312 (M + +l) 

HM14 

6, izll t±kzA:z C3-y h4->7xy4-» *y »j > (2) 

4-^oa-6, 7-v?> Y* ! s*J >;> (1 03mg) £iUI£n D D © 3 -y- h 
**>7x/-;b (1 5 8mg) ZM&U 1 6 0t*9^M^L/c o SES^ 

1 H-NMR (CDC1 3> 9 0MHz) : 6 3. 8 2 (s, 3H) , 4. 0 
4 (s, 3H) . 4. 0 5 (s, 3H) , 6. 5 3 (d, J = 5. 3 H z. 1 H) 
. 6. 7~6. 9 (m, 3H), 7. 35 (t, J = 7. 0Hz, 1 H) . 7. 
43 (s, 1H), 7. 54 (s, 1 H) , 8. 50 (d, J=5. 3Hz, 1 
H) 

Sffi##HI (FD-MS. m/z) : 3 1 1 (M + ) 

6, 7-v>y K4->-4- (4-y h4->7x;^-/) *y U> (3) 
4-* op- 6, 7-vV h**>*y »J > (1 0 3mg) <tmiRa0 4-y h 
+ v/7xy-;U (2 8 6mg) 1 5 OWSBIITOLfc, ££££ 
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$l&2. 2lg s &m8 8%?'&tz 0 

1 H-NMR (CDC1 3 , 9 0MHz) : S3. 8 5 (s, 3 H) , 4. 0 
5 (s, 3H), 4. 05 (s, 3H). 6. 41 (d. J = 5. 3Hz, 1 H) 
, 6. 97 (d, J=9. 5Hz, 2H), 7. 14 (d, J = 9. 5Hz, 2 
H) , 7. 4 3 (s, 1H) , 7. 5 8 (s, 1H) , 8. 4 6 (d, J = 5. 
3 Hz, 1H) 

WfkftVrW (FAB —MS, m/z) :3 12 (M + +l) 
H»J16 

6, 7->*/>4^-4- (5 -^y D;M-^>Q »; > (14) 
4-* on- 6, b*is*J 'J > (5 0mg) i 5 - t K d 

4->*y >; > (5 Omg) £zg£U 1 7 OtttU 0#P a m#l£ o gfiftM 

*LT»fcM*^*>/W*x*x, (l/i) ?BHtlx H:>dd*^ 
//• (5 0/1) T»W«WIS/ij*y^DTh^7-f-icJ:0 

M! U £B©ft£ft£ 4 7 m g s JR$6 4 %T^fc e 

X H-NMR (CDC 1 3> 90MHz) :54. 06 (s, 3 H) , 4. 0 
7 (s, 3H) , 6. 3 5 (d, J = 5. 3 Hz, 1H), 7. 2-7. 5 (m, 
3H) , 7. 6 8 (s. 1H) , 7. 7-8. 4 (m, 3 H) , 8. 4 6 (d, 
J = 5. 3 Hz, 1H) , 8. 4 9 (dd. J = l. 7 6Hz, 4. 17Hz, 
1H) 
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M£«rfe (FD-MS, m/z) :3 3 2 (M + ) 

mm\ 1 7 

6, - (l-^7f-;l/^»'» *V'J> (9) 

4-*dd-6, 7-5^ h + v/*y »J> (9 7mg) im^ D D n ©l-^7h 

~ji (3 4 omg) zm&i, 1 5 o°c^8mmnuz 0 m&m^mmmt 

&ISffD68Eda?ft»Su h 'J -)At-gi L /Co «ET«ilS4 LT'» 

fcg^£^*1f->/@1&x^;b (3/1) HMmik, 
(1 0 0/1) -eJ!§j§-r5->V#W#5A?n-? -ICfc&fllKU 
»wA,+-^>/g^|xf-;l/ (1/1) «t^l->>JW^D7^77 

1 H-NMR (CDC 1 3 , 9 0 MHz) : 6 4. 0 5 (s, 3 H) , 4. 0 
5 (s, 3H), 6. 32 (d, J=5. 3Hz, 1 H) , 7. 2-7. 6 (m, 
5H) , 7. 74 (s, 1H) , 7. 8-8. 0 (m, 3 H) , 8. 3 5 (d, 
J = 5. 3 Hz, 1H) 

MfttfHI (FD-MS, m/z) : 331 (M + ) 

H»J18 

6, h*'s-4- (5-^>KU^**-» ±Jjyy (16) 

. 4-^cd-6, 7-2/ h*«>*y«J> (1. Og) £OTD D D©5-t Kn 
*S"f>K-;Kl. 19g) «r»^U 1501C+1. 5URBI»Lfc, E£ 
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r?y<-lzJ:i9m®l, f£Jl©ft&«-8 9 8mg, m6 3%-e'fl^c 

* H — NMR (CDC1 3 , 9 0MHz) : 6 4. 0 5 (s. 3 H) , 4. 0 
7 (s, 3H), 6. 42 (d. J=5. 3Hz, 1 H) , 6. 5-6. 7 (m, 
1H) , 6. 9-7. 6 (m, 5 H) , 7. 6 7 (s, 1 H) , 8. 44 (d, 
j = 5. 3Hz, 1H) , 8. 55 (b r, 1H) ' 
5l*##ril (FD-MS, m/z) :3 2 0 (M + ) 

HJIM19 

_6. H4->-4- r 3-y h^->7^-;b^^-) > (jj 71 

4-*dd- 6 , 7-^ h*^*y ( 50 mg) £mS* D D o®3-;< 
$"<>*>**-,l, (7 7mg) *«^U 18 0t*3 0»IHHWLfc o ftffi 

X H-NMR (CDC1 3 , 9 0MHz) : 5 3. 7 9 (s, 3 H) , 4. 0 
1 (s, 3H) , 4. 0 3 (s, 3H) , 6. 8 4 (d. J = 4. 8Hz, 1 H) 
• 6. 9-7. 5 (m, 6H) , 8. 4 5 (d, j = 5. 1Hz, 1 H) 
StSrftflrM (FD-MS, m/z) : 32 7 (M + ) 



HJS^J2 0 

.6, 7-vV h^->-4- T4 -^ h^j/7x-;Uf-^) 4-/>j> (118) 
4-*dd-6, 7-y^m;>J> (5 0mg) £mi*u D o®4 -t h + 
^>-if>^~;V (6 3mg) £jg&U 1 5 0W5#P H m#l*: o ||»J 

i s i mom^z «fc o xmai! uis^o* ^-maitt zztizz^m 
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* H-NMR (CDC 1 g, 9 0 MHz) : 6 3. 8 8 (s, 3H) , 4. 0 
3 (s, 3H), 4. 05 (s, 3H), 6. 60 (d, J=4. 8Hz, 1 H) 
. 7. 15 (d, J =8. 7 Hz, 2H) . 7. 3 8 (s, 1 H) , 7. 3 9 

(s, 1H), 7. 52 (d. J=8. 8Hz, 2H) 8. 39 (d, J=5. 
1Hz, 1H) 

W&fiftm (FD-MS, m/z) :3 2 7 (M + ) 

$mw2 1 mm\) 

W<D4-yDt7x;-;b (17. 3g)£N, N-vy ^;l,*;UA7S 
K (9 0ml) fc»»Lfc^ *&Tim\t+ h «; *A (2. 6 4 g) «n*fc 0 
WTfcT-HftSBftk ^DD/Wf;U-r;b (8. 3 5ml) £Jn;U " 

h >T-Jg|» 5 U * fh-h 5 A ? d -7 h ^ ^ 4 - tc J: OKItt U SfiOffc^ 
«B*18. 2 5g>©8 4%T-ifc, 

1 H-NMR (CDC 1 3 , 9 0MHz) : <5 3. 4 6 (s, 3H) , 5. 1 
3 (s. 2H) , 6. 9 1 (d, J =9. 2 Hz. 2 H) , 7. 3 8 (d, J = 
9. 2Hz, 2H) 

MbMHI (FD-MS, m/z) : 2 1 6 (M + ) ,218 (M + + 2) 

4- h 'J-n-y^;^>-l -J Y*>//1-)l>7 -;l 
^Jfe0J2 lT»fc4-^q*-l-y h + ->^^;b7xy-^ (15. 9 9g) 
£&7Kxh5t Ko75> (20ml) fc»#U 7;U3*>^0^TrtJI£ D o o©-? 
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JjRfe (1. 97g) 'SOD*. »w3»>*©itojcf-h7t Kd77>» 
**liBHll^5yili«koTRJE:*H*6$-frfco ^**^A;^£u 

tfKfcM-n-7*?-;uxX (2 3. 9 9 g) < 0 i«TFLfco M£*4I$ 
IHMK#8U £f&zi&ti£ 5 %£{fc7 >*- A7jc^i 7 d d AT-7jii Ln 
7 d d AJi*flR*«EKv ^ i/ -7 ATf£^ L t ZZt 

K&bmmoit&faZ 3 1. 3 9 JR* 1 0 0 %THtco 

2 H-NMR (CDClg, 90MHz) : 5 0. 8 0-1. 6 5 (m, 27 
H) , 3. 48 (s, 3H) , 5. 17 (s, 2H) , 6. 91-7. 42 (m, 
4H) 

SfttfflrM (FD-MS, m/z) : 4 2 '8 (M + +l) 

n»j2 3 

4-h Kd4->7i~^/ 4-h'J7;l/to^^7x-;l/ frh> 
^WJ2 2T^^4- r U-n-y^^>-i -J. b*i/t?J\,7 
(1. 2 82g) £rf5JRS®4- ( h 'J 7 d / OV-I Jl>? u *) F 
(62 6mg) ^?dd*U (5ml) Cj8»U ffflifiO^ (h'j7x- 
to7 ^) '<5 5>*A (ID K (8mg) *A*U 5*HH*Lfc. 

♦w^^s/^A-cienLfco ttEETmr^Kft&ftfcBff ci. 028 

g) ^7h7tKn77> (2ml) 7k (5ml) <!: 6 Ni£g£*jg 

ft (1 2m 1) £ta;iT4. SBtlBBBfclfco KJ6fi£8l*tefD*fi:* h >J 7 A 
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MbWfll (FD-MS, m/z) :266 (M + ) 

(4- h 'j7^toyf;b7x-;l/) {4- [(6, 7 - yy h*->- 4 -j- 

4-^dd-6, 7-v^ h + ->+/';> (81mg) <hHWJ2 3TH£4 
-kKc+>'7i^ 4-h l J7/l/tDyf/b7i^l/ y h> (2 8 8mg) 

£ii&u i8o o c*2o^^t^ Kmnsmt^v-y/T* h> 

(2/1) T-M^-r^^H^'M>r;U^D-7h^77^--lc«i;0?SS5!U Se® 
9 8 m g N JK$ 6 0 %Tl§*: 0 
X H-NMR (CDClg, 5 0 0MHz) : 6 4. 0 3 (s, 3 H) . 4. 
06 (s, 3H), 6. 68 (d, J = 4. 9Hz, 1 H) . 7. 29 (d, J 
= 8. 5 Hz, 2H), 7. 4 6 (s, 1 H) . 7. 4 7 (s, 1H), 7. 7 
8 (d, J = 7. 9Hz, 2H), 7. 91 (d, J=7. 9Hz, 2H) , 
7. 94 (d, J=9. 2Hz, 2H), 8. 59 (d, J=4. 9Hz, 1 H) 
Kffifttfrflt (FD-MS, m/z) :4 5 3 (M + ) 

^5fe^J2 5 (#%#J) 

4-bKp^ix7x^;U 4 -y ^;b7^-;U >y h > 
^J&#I2 2TH*:4- HJ-n-7^;l^>-l f^7 x y -j, 
(1. 28 2 g) irUI5n D D 04- 'J K (4 6 4mg) ^du* 

(5ml) tC*g$U rf?ig D D o©t*X (hij7x-^77-f» K7^ 7 A 

(II) ^ d U K ( 8 m g ) £Aft> 8^P^g^L7t 0 mM^^^Mm 2 3 <»: 
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Ifco *fflET«a»«4«»y;»ji (9 6 7mg) *fh5tKo77> (0. 5 
ml) fcfc»?;*-t*\ tK (4ml) i6N*SK7K»« (10ml) ^^T7^ 

lmg N IR$3 4%T^fc 0 
KS#0r£ (FD-MS. m/z) :212 (M + ) 

H»J2 6 

(4- [(6, 7-^^->-4-t;^)^^ 7xz;M (4-y 
^;b7x_;U) (3 0) 

4-*od-6, 7-vy h + U> (8 9mg) £KaW82 5T?»fc4 
-tKn*j/7xiA 4->^;U7x^;U yh> (2 4 8mg) £g&U 
18 0^1 0#ra#L«, H»J2 4 iTOO^-CSHH-f -5CiK:Jtt) % 
SM©ft&»l 1 8mg N JR^7 4%-e^ 0 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 62. 4 5 (s, 3H) . 4. 
0 3 (s, 3H) . 4. 0 6 (s, 3H) , 6. 6 5 (d, J =5. 5 Hz, 1 
H), 7. 27 (d, J-8. 6Hz, 2H) , 7. 30 (d, J=7. 9Hz, 
2H), 7. 46 (s, 1H), 7. 49 (s, 1 H) . 7. 74 (d, J = 7. 
9Hz, 2H). 7. 91 (d, J-8. 5Hz, 2H). 8. 57 (d, J = 
4. 9Hz, 1H) 
M££#HI (FD-MS, m/z) :3 9 9 (M + ) 

MJI0J2 7 

(1. 28 2 g) £m8£D°n©3-*oD<>yV;l/?n'J K (5 2 5mg) 
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oo*;UA (5ml) fcfl&flU rfrIRS©b:x (h'j7*i^70) 
v-7A (II) *o'j K (8m g) *A*U miM*Lfc 0 Sfc^^MWJ 

ATft«Lfc 0 «ET«HV£ftffyt« (1. 9 1 4 g) ©rt % -« (l. 5 
6 3g) fh7kKn77> (1ml) * (7ml) £6 

'N^fi»*»« (17ml) &tjaz.T8t$MMMltzo 2 3 £ 

^©Zfr&T&SIU £fi©ft£&*3 1 3 m g, iK$2 2%THfc 0 
M£*fll (FD-MS, m/z) :2 3 2 (M + ) 

H»J2 8 

(3-^DD7x-;b) {4- [(6, 7-^7 K>-4-^yj;b) tf 
7x-;l/} y > (3D 

4-?nn-6, 7-vV h + ->+y »J> (89mg) •t!WtW2 7T»fc3 
-?do7*^;U 4-tKn*5/7xiA * r > (2 7 9 m g) £&£U 
1 8 0 W 2 0 &IHHK* t fz 0 UttM 2 4 £ imaag-rftS* * C i «fc t> , 
*S©ft&&* 6 7 m g s 4 0%X'%tz o 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 6 4. 0 5 (s, 3H) , 4. 
01 (s, 3H), 6, 71 (d, J = 5. 5Hz, 1 H) , 7. 31 (d, J 
= 8. 5Hz, 2H), 7. 51 (s, 1 H) , 7. 69 (s, 1 H) , 7. 9 
4 (d, J =8. 5Hz, 2H), 8. 12 (s, 1 H) , 7. 3 7-8. 03 
(m, 4H) 

itibJiFHii (FD-MS, m/z) :419 (M + ) 
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WI2 9 (#%0J) 

mBSn^O- h o > * > (5ml) <K m^OT-V-^ (5-4 lmg) irfJ 
IRS© 4- t-yww^D«J K (9 8 3mg) i» D 07^>^^ 
A(Ili)h»j7;^Dy^>7 > ;b^^-h (4 9 2mg) £Jd;L n 6 0°ClcT2 
lB#fiflJt#Ljt 0 R£fi£$l£*<!:? oo#;l,AT#jIj& N ^DD^I/Al^i 

£8 62mg, JR*6 4%T?^fc 0 
Mftflfli (FD-MS, m/z) :2 6 8 (M + > 



£»13 0 

4 - t -yf;b7x^l/ 4 - fc Kn^->7x-;l/ y h> 

9T-^7t4- t 4 h + ->7x^;U y h > 
(8 6 2mg) £N, N-^/f;^M7; K (35ml) l;i§iU ±bV 
h^r> K (5 6 2mg) *Joi % 7*=f >5»«T3«fiaa»ELfc. 

7 9 4mg\ iK^9 7%T"^^o 

* H-NMR (CDC 1 g, 5 0 0MHz) -.6 1. 3 6 (s, 9H) , 
6. 9 2 (d, J =8. 5Hz, 2H) . 7. 4 9 (d, J = 8. 6Hz, 2H) 
. 7. 7 2 (d. J = 7. 9Hz. 2H) , 7. 7 9 (d. J = 8. 5 Hz, 2 
H) 

MfeMJf* (FD-MS. m/z) :2 5 4 (M + ) 



WO 97/17329 



PCT/JP96/03229 



60 

mmmzi 

(4-t-7f-;U7x-;U) (4- [(6, 7 - 21 L±iiz A Z±Z1 M 

7±-M y $ j > (3 2) 
4-*oo-6. 7-->V h*i/4VU> (3 4 1mg) £H«J 3 0 7^*: 
4-t-W7x^ 4-tKD^^7x^ (7 7 5mg) *g 

*7i,?o7F^77^l:<{;«U 3lii®>ft&tl£7 2mg, JR^l 1% 

* H — NMR (CDC1 3 , 5-0 0MHz) : 6 1. 3 8 (s, 9 H) , 4. 
0 4 (s, 3H) , 4. 0 6 (s, 3 H) , 6. 6 5 (d, J =5. 5 Hz, 1 
H), 7. 27 (d, J = 8. 6Hz, 2H), 7. 45 (s, 1 H) , 7. 5 
0 (s, 1H), 7. 52 (d, J = 8. 5Hz, 2H), 7. 78 (d, J = 
8. 6Hz, 2H), 7. 94 (d, J=8. 6Hz, 2 H) , 8. 57 (d, 
J = 4. 9 Hz, 1H) 
M##Ht (FAB-MS, m/z) :4 4 2 (M + +l) 

ma&S©^o^> (50ml) ^ r|5KD D n©7^V-^ (3. 2 4 4 g) 
ir!TlSn c a04-7x^K>w^^n'J K (6. 5 0 0 g) £mfl£ D D o©^ y f- 
JUt^A (III) hij7Mny h (1. 861g)£flO;U 

6 0°CKT2 AftmWltZo ? DD^Utm ?dd 

*^A1^7Kfi^T^->-7AT-^Li^ffT^g±tT^^ii (9. 8 
4 2g) (1. 0 0g) £I**K ^*^>/7* ^>T-M&i§t3>'<Jrty 

;^#5A?o•?^?'774-KJ;^)!^!fg!lU %m<Dfc&%}*3 0 Omg, jR« 
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1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 9 0 (s, 3H) , 6. 
9 8 (d, J =8. 5Hz, 2H) . 7. 4 0 (t. J =7. 3 Hz, 1 H) , 
7. 48 (t, J=7. 3Hz, 2H), 7. 65 (d, J = 7. 3Hz, 2H) 
. 7. 76 (d, J=8. 6Hz, 2H), 7. 85 (d, J=8. 5Hz, 2 
H) , 7. 87 (d. J=9. 2Hz, 2 H) 
KS##rM (FD-MS, m/z) : 2 8 8 (M + ) 

«WI3 2T?»*:4-tf7xi* 4-n^y7xz;b *h>(2 6 7m 
g) *N, N-y^f-^*^7 5 K (2 0ml) tzfeMU +h*)VA**ji 
H + ^K (16 2mg) ZUaz^ 7^>*B«T3l»Bia»Lfc. £J6&6tt . 

1 H-NMR (CDCl 3 . 5 0 0MHz) : 56. 91 (d, J =8. 5H 
z. 2H), 7. 43 (t, J = 7. 3 Hz. 1 H) . 7. 52 (dd, J-7. 
3Hz, 7. 9 Hz, 2H) , 7. 7 0 (d, J =8. 5 Hz, 2H) , 7. 7 
5 (d, -J-7.. 9Hz, 2H) 7. 77 (d, J-7. 9Hz, 2H), 7. 
83 (d, J-7. 9Hz, 2H) 
RftaWft (FD-MS, m/z) :2 7 4 (M + ) 
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H»J3 4 

U- [(6, h*v-4-*J 7x-;U} C4 - 

7x-;l>) / *? j > (3 3) 

4-*do-6, 7-^^ h*->*yj> (6 5mg) ££|fcW3 3T»fc4 
-t'7x-;U 4- 1 Fo + '>7x-^ 7"h> (7 9mg) 180 
*C+3 0£rJH*#Lfco RlCa^«*^DD*;UA/ft»if-4, (1 0/1) T 

H-NMR (CDClg, 90MHz) :<54. 11 (s, 3 H) , 4. 1 
4 (s, 3H), 6. 74 (d. J=5. 3Hz, 1 H) , 7. 30-8. 09 
(m, 15H), 8. 65 (d. J=5. 3Hz, 1 H) 
(FAB-MS, m/z) : 4 6 2 (M + ) 

Mte#J3 5 (#%#J) 
4-^h^->7x-;U 2-^-7^;l/ yh> 

mRSO-hpy (10ml) rUi&D D n©7^v-;b (1. 0 8 1 g) 
imRS©2-^7 HW^n.y K (1. 9 0 6 g) £mRS©-f <v rJHf* A 
(III) hU7;U#o;<* h (6 2 0mg) £flD;U 60°CKT8 

^Tgeat s •> y * y^*? a ? o -e h 7 7 * - 9 ft® u sn©^ 

tt*8 1 7mg N IK^3 l%T-'f|^ 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 89 (s, 3H) , 6. 
9 8 (d, J = 9. 2 Hz. 2H) , 7. 5 3 (t, J =8. 6 Hz, l H) , 
7. 5 8 (t, J = 9. 2 Hz. 1H) , 7. 8 6-7. 9 3 (m, 6 H) , 8. 
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2 1 (s, 1H) 
9MAVM (FD-MS, m/z) :2 62 (M + ) 

H»J3 6 (#%0J) 

KtS«35T?»fc4-y h*->7*-;b 2-*7** *h>(7 3 5mg) 
*N. N-^f^AT; K (2 0ml) lc&#U *MJ*Af-*y 
•>K (491mg) ^te N 7;b^>^ffi^T5^ilML^o 

tt« 3 3 i o T&St -5C iic«t On SflOftM^ 5 9 5 m g , 

*W8 6%Ti§fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : (5 6. 9 3 (d, J = 7. 6H 
z. 2H) , 7. 61 (t, J = 7. 0Hz, 1 H) , 7. 67 (t. J = 7. 
3H 2> 1H), 7. 74 (d, J-8. 5Hz, 2H), 7. 78-7. 80 

Cm. 1H) , 8. 02-8. 1 0 (m, 3H) , 8. 25 (s, 1H) 

M£#rft (FD-MS, m/z) : 24 8 (M + ) 

^«J3 7 

{4- [(6 , 7-yy^y-4-^'J;t.)^->1 7x-Jl} (2-j- 
2±M (3_4) 

4-^ud-6. h + i/+y-J> (112mg) i^J3 6T»fc 

4-tKo + i/7xi*.2-t7^ (124mg) *«£U ifi 

0^*3 0£BIW*l,fc o h 'J 7A7K^i^ no 

®£&*§t>*ljtgfli (2 2 7mg) (5 0mg) £&<K *nn*,l,A/ 

»B*x*;u (5/1) ■CB8flt5l5JBi/'J*y^^D'eh/77-f-fcJ:t)^gg 
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1 H-NMR (CDClg, 90MHz) : 6 4. 0 5. (s, 3 H) , 4. 0 
7 (s. 3H) . 6. 7 0 (d, J = 5. 3 Hz. 1 H) , 7. 3 5 (s. 1 H) 
. 7. 4 8-7. 9 0 (m, 5H) , 7. 9 6-8. 0 5 (m, 6 H) , 8. 2 
9 (s, 1H) , 8. 60 (d, J = 5. 3Hz, 1 H) 
WMftVrfe (FAB-MS, m/z) :4 3 6 (M + +l) 

^&fe#J3 8 (#%0J) 

$I D D D 0-hn^> (10ml) £*\ mS£,S©7xy-;u (1. 0 8 1 g) 
imSS D D n 0 2-xy-r;U^D»J K (1. 4 6 6 g) iffifoO^f yf ^b'^A 
(III) h *)7Jlta)l?>X)l**-h (6 2 0mg) ZtiQA.^ 6 0°CICT8 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 53. 8 9 (s, 3H) , 6. 
9 8 (d, J = 8. 5 Hz, 2H) , 7. 1 6 (dd, J = 3. 7Hz, 4. 9 
Hz, 1H), 7. 64 (d, J=3. 7Hz, 1 H) . 7. 68 (d, J = 4. 
9Hz, 1H) , 7. 90 (d. J=8. 6Hz, 2H) 

nmftVrm (FD-MS, m/z) :218 (M + ) 

HM0J3 9 (#%0J) 
4-bKo^->7x-;l 2 -?-x.=jU 

^fe#J3 8T^4-y h + ^7x-;l/ 2-fi-;b (8 0 4mg) 

£N, N-^mM7; K (3 0ml) izfetgU +b <)^A=f-*jt 
•>K (6 4 5mg) £fln;i> 7;U=r>S?||fliT5NrHS»Lfco KJCS&fcteg 
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*5A^D7h/7^ 5 C i IC «fc 19 N 7 0 2 m g s 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 6. 8 4 (b r s, 1 H) . 
6. 93 (d, J=8. 5Hz, 2H), 7. 14 (dd. J=3. 7Hz, 4. 
9Hz, 1H), 7. 64 Cd, J=3. 7Hz, 1 H) , 7. 68 (d, J« 
4. 9Hz, 1H) , 7. 83 (d, J=8. 5Hz, 2H) 
Mb&ffitt (FD-MS. m/z) :2 04 (M + ) 

H&0J4O 

(4- [(6. 7-S?/ ^4-^-4-47 W 7x-;U) (g-* 

> (36) 

4-^dd-6, h+^; 'j> (112mg) i»IM3 9Tllt 

4-hKD+->7x^ 2-^x^;U *h>(10 2mg) *ft£U 16 
0W4 0»«ffl»Lfc. SJCftdtt«l»n2 4 i^O^ftTm^t^Zi 
*3 s Sll©{t£8l£ 3 4 m g » JR¥ 1 7 %r^/c c 
*H-NMR (CDC 1 3 , 5 0 0MHz) : <5 4. 0 4 (s, 3 H) , 4. 
07 (s, 3H), 6. 65 (d, J-5. 5Hz, 1 H) , 7. 20 (d d, 
J-3. 7Hz, 4. 9Hz, 1 H) . 7. 29 (d, J=8. 5Hz, 2H) , 
7. 47 (s, 1H), 7. 49 (s. 1 H) , 7. 70 (d, J=3. 1Hz, 
1H), 7. 75 (d. J=4. 9Hz, 1 H) , 8. 00 (d. J=8. 6H 
z> 2H) , 8. 58 (d, J = 5. 5Hz, 1 H) 
M^ffH (FAB-MS, m/z) :3 92 (M + +l) 
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$mm i 

(4-?pn7x-4Q (4- [(6, 
^3 7x-;H y. $ j y (37) 

4-*dd-6, h*^*y 'J> (1 1 2mg) £ OT&O 4 - ? □ 

D7x^;l/ 4-tKD + -/7x^;l/ ^rh> (3 4 9mg) £'/g£U 180 
^20^1^1/^ Kfo&&®}&tua*)l,A/$El&x.?-ji / (5/1 ) T"Jg 
^Th * 5iJf •> 'J # y ;U * d v > 7 a - lz «t t) ffiSK L , ^©{h^^ 2 6m 

! H-NMR (CDC 1 3 , 9 0MHz) : 6 4. 0 3 ( s . 3 H) . 4. 0 
7 (s, 3H) , 6. 6 6 (d. J = 5. 3 Hz. 1H), 7. 19-7. 3 4 

(m, 2H) . 7. 4 4-7. 5 6 (m, 4 H) , 7. 7 1-7. 9 9 (m, 4 
H) . 8. 58 (d. J=5. 3Hz, 1 H) 

KS^tlTii (FD-MS, m/z) :419 (M + ) 

»J4 2 

(4-7;^D7x-Jl/) {4- [(6, 7-y / h4->-4-4/ 'J;l/) t 

7x_;U} y^y > (3 8) 
4-?dd-6, 7-*V h*->*y u> (1 1 2mg) imi&Fn© 4 -7;U 
* a7 ^ 4-tKo^y7x-^ (3 2 4mg) £g£U 17 

ot:*2 o^it^L^o s^zi^»^fij4 1 tmmv>?5 : &T»mmz>z.t 

* H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 4 (s, 3H) , 4. 

0 7 (s, 3H) , 6. 6 5 (d, J =5. 5 Hz, 1H), 7. 18 (d, J 

= 8. 5Hz, 1H). 7. 20 (d, J = 8. 5Hz. 1 H) . 7. 27 (s. 

1H), 7. 28 (s. 1H), 7. 47 (d. J=8. 5Hz, 2H), 7. 
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8 6 (d, J =8. 5 Hz, 1H) , 7. 8 8 (d, J = 8. 5 Hz, 1 H) , 
7. 90 (d. J = 8. 5Hz, 2H), 8. 58 (d, J=4. 9Hz, 1 H) 
(FD-MS, m/z) : 4 0 3 (M + ) 

H»J4 3 

{4-[(6, 7-vV r*->-4-*y IW *±i/} 7 (7x£ 
Jl) tfjy (39) 

4-^pp-6. 7-i>> U> (9 lmg) irtf|5 D D D ©4 - t Kd 

^//7x;> (2 4 3mg) £fi£U 1 8 0W3 O^WLfc, £ 
J&i&&l£^J£0| 3 1 <!: I^©:7j &T*f iH" S C t \z «fc £ % £fli®<f fc&ft* 3 8 
mg N ©2 4», 

! H-NMR (CDClg, 90MHz) : 5 4. 03 (s, 3H), 4. 0 
5 (s, 3H), 6. 66 (d, J=5. 3Hz, 1 H) , 7. 31-7. 99 
(m, 11H), 8. 57 (d, J = 5. 3 Hz, 1 H) 
MbMJHi (FD-MS, m/z) : 38 5 (M + ) 

HWJ4 4 (#%#|) 
3, 5-->V b*is h;Ux> 
7-fer-h»J;l/ (20 0ml) JCrUIRS l ©^^->y -)l (5. 77g) 

$Mf-;H« (8. 4 7ml) A (12. 3g).*JPiT^ 

^*V>/mt**Jl> (5/1) TgHnv"J*W7A^D7hr57-f 
-T-Mt^diiwJ;!?, £ffi©ft£%£5. 04g. iK$82%tit 0 
1 H-NMR (CDC U. 5 0 0MHz) : 6 2. 3 0 (s. 3H) , 
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3. 76 (s, 6H), 6. 30 (s, 1 H) , 6. 37 (s, 2 H) 

H5fe#i4 5 mnm 

I*f h?tKo77> (10ml) \z%im\b 4Tl#£3, 5-i>* b*i/ 
(i. O0g) *«F»U »^«T-4 5Wmiifl0 2. 5MO 
n-T^ijf-^A-M^vfcfc ( 2 . 9 Qm 1 ) £an*./;& N 3 O^Faligft 
Lfc 0 MK N rf5|g n D D©4-y N*v/<>W;1^d U K (l. 2 3g) 
fcKn75> (10ml) li^U -4 5 , C*T^o<DJP^o lB^^S 

3-*^ (5/1) T-jg^t5->'j^y^7V5A^D-7 -T-^-rsc 

<tf-cfc ^©{t&tl£3 8 4mg. JK^2 0%Tlifco 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :6 2. 4 0 (s, 3 H) , 3. 
69 (s, 6H), 3. 85 (s, 3H), 6. 4 3 (s, 2H) , 6. 8 9 
(d, J = 9. 2 Hz, 2H) , 7. 8 2 (d. J =9. 2 Hz, 2H) 

^»J4 6 (#%#J) 
2, 6- v'fc Kn4^i>-4 -y f-;l/7x-;l/ 4~ b Ko^;/7 JU h 

>. 

(10ml) lcHm^J4 5-e^^2, 6-^y K*->-4- 
4-/b4'>7^;U y h> (3 21mg) £Jg#U $0% 
^OTSOM 7*0***7 > (3 4 9ml) ^^o<t»SD^.^ Bfc 
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1 H-N'MR (CDC 1 3 , 5 0 0MHz) : 5 2. 1 6 (s, 3 H) , 6. 
16 (s, 2H), 6. 79 (d, J=8. 6Hz. 2H), 7. 56 (d, J 
= 8. 5Hz. 2H) 

»W4 7 

(2, 6- Kp4-v-4-y ^;17jl^>H) (4- [(6, 7_zJLLt± 
;>-4-*yj;lQ *±V\ -y^=-M t?jy (42) 
4-^no-6. 7->V h**>*/ >J> (6 lmg) iH»W4 6-C»fc2, 

(lOOmg) *5?if-l/>^ij3-;Uyy^;Ux-T^ (0. 5ml) ic®8? 
1 7 0<C*2 0£HHi#Lfco RJ&ftM«mittlMK^ h 

0 0/1) T»5y'J*W7A^D7h^7^-i: 
*t>*«U £S0fk£tl£3 2mg > iK^27%T'#/c 0 

X H-NMR (DMSO, 5 0 0MHz) : 
^2. 18 (s, 3H) , 3. 9 0 (s, 3H) , 3. 9 5 (s, 3H) , 6. 
20 (s, 2H) 6. 68 (d. J = 4. 9Hz, 1 H) , 

7. 3 2 (d. J =9. 2Hz, 2H) , 7. 4 2 (s, 1 H) , 7. 4 3 (s, 
1H) , 7. 8 2 (d, J = 8. 6Hz, 2 H) , 

8. 54 (d, J=5. 5Hz, 1H) 

M»UNt (FD-MS. m/z) :4 3 2 (M + +1) 



WO 97/17329 PCT/JP96/03229 

70 

n«j4 8 mm\) 

6, (4-^hQ7xM-» *J 'J > 

4-^nn-6, 7->>/- Y*v*J U > (1. 8 4 g) <!: OT^O 4 h 
°7x;-;K3. 4 2g) £M€s 1 7 0t:icT5 0 ^Jift L £ 0 T 

yi*>? a-? hr?7 < -iz^tomnu mmvit&vit: a . 5 4g. jk^89% 

*H-NMR (CDC 1 3 , 5 0 0MHz) :6A. 01 (s, 3 H) , 
4. 06 (s, 3'H) , 6. 69 (d. J = 4. 9Hz, 1 H) , 7. 27 (d, 
J=9. 1Hz, 2H), 7. 37 (s, 1 H) , 7. 47 (s, 1 H) , 8. 
32 (d, J -9.. 1Hz, 2H). 8. 62 (d, J=4. 9Hz, 1 H) 

Wm$Vm (FD-MS. m/z) :32 6 (M + ) 

H»J4 9 (#%0O 

6, 7--?y h^->-4- (4-7;;7x;t-» *v 

6, b + (4--hD7x; + y) +;'J>(1. 0 0 g) 

£N, N-vJ^f^MATi K/WflU*^ (30m 1/1 5ml) ICfclBU 
1 0%*iftt'<5^'7A-&$ (6 9mg) £fln*., TkSKSfflSiTSSirTl 7 

tz&mmwt+ r 'j -7 ATWiLfc, BErmmzu mm®<t&to% 799 

1 H-NMR (CDgOD, 5 0 0MHz) : 54. 00 (s. 3H) , 
4. 0 0 (s, 3H) . 6. 4 7 (d. J = 5. 5 Hz. 1 H) , 6. 8 2 (d. 
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J = 8. 6Hz, 2H), 6. 96 (d, J=9. 2 Hz, 2 H) , 7. 32 
(s, 1H), 7. 62 (s, 1H), 8. 36 (d, J=5. 5Hz, 1 H) 
WMfiVim (FD-MS, m/z) :29 6 (M + ) 

HMI5 0 

N- {4- [ (6, h*->-4-*y D-;tQ 7xr;M - 

_3-b°'J^>^7^^>jj-$ K (6 1) 

6, 7-vV h + (4-7J;7xy + ^) +y U> (5 7mg) £ 

m«S©-:3f->|| (37mg) £N, N-^^;U*;UA7v K (2ml) fc 
*#LfcSL l-x^-3- (3' -^Wiyyofc^) **#s;>f$ 
KSBfeg (79mg) fcjp*. MKT 5 Lfc e RiEft^«I**iM 

ft* L tz 0 «E{b«»^S*t Set ftfcfcgfbtt* 
U *18©{b^tt^ 4 7 m g ^ JRSp 6 1 %Tf#fc 0 

2 H-NMR (CDC 1 3 , 500MHz) : 6 4. 0 5 (s, 3H) , 4. 
0 6 (s, 3H) , 6. 4 9 (d, J =4. 9Hz, 1 H) , 7. 2 2 (d, J 
= 8. 6Hz, 2H), 7. 42 (s, 1 H) , 7. 47 (d d, J=4. 9, 
7. 9Hz, 1H), 7. 56 (s, 1H), 7. 77 (d, J = 9. 2Hz, 
1H) , 8. 2 6 (d, J = 8. 5 Hz. 2H) . .8. 4 9 (d, J =4. 9H 
z, 1H) , 8. 7 9 (d. J =3. 7 Hz, 1 H) , 9. 13 (s, 1 H) 
MM^^tW. (FD-MS, m/z) :401 (M + ) 
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Httftl5 1 

N- (4- [ (6, 7-^y h*->-4-*7 jj£JU) jj^j 7x-^} - 
(3, h^->7x^) Mji±jJ K (6 2) 

6. h*<>-4- (4-7^7x7 + ^) +7'J> (56mg) t 

rUH& D a D 03, + (6 0mg) &N, N- >M *;l,*/UA7 

$ K (2ml) fc*»L v l-xf-*-3- (3' - v * *)\>7 IJ ~fu 

ijtitfvj* vmtm (8img) zm^ ^izx2 2^rmwitz 0 

Wt+ h »J «7 A-ettHLfc. *Efldm*V£tk M*?DD*W7*h> 
(1 O/l) TfJRMtSi/y *y^*5A^o-e -lwJ:*>**8l!U ^ 

fl®ft£«&£ 7 m g v JR* 8 %T"*§fc 0 

1 H-NMR (CDC 1 3 , 5 0 OMHz) : 6 3. 8 7 (s, 3 H) , 3. 

87 (s, 3H), 4. 0 6 (s, 3H), 4. 07 (s, 3 H) , 6. 48 

(d, J =5. 5 Hz, 1H) . 6. 6 3 (d, J =8. 5 Hz, 2H) , 7. 

18 (d, J = 9. 2Hz, 2H), 7. 34 (m, 2H). 7. 43 (s, 1 

H) , 7. 5 5 (s, 1H) . 7. 5 7 (s, 1 H) , 7. 7 6 (d, J =8. 

6Hz, 2H) , 8. 48 (d, J=5. 5Hz, 1 H) 
n&Mfrm (FD-MS. m/z) : 4 60 (M + ) 

HWJ5 2 

N- {4- [ (6, lz21 H*^~4-*y Uxjl/) 7xzjb) - 

->»p^*» 5 K (6 3) • 

6, 7-^y h*->-4- (4-7;;7x; + v') *>"J> (5.2 mg) t 
rU|gn D DOv/^D^t>^^^>i! (4 6mg) £N, N-^^WJ 
K (2ml) fcfcJBU l-x^;U-3- (3- -^^Wi^Dk'^) a 
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X H-NMR (CDC1 g, 5 0 0MHz) : <5 1. 3 0 (m, 2 H) , 1 . 
56 (m, 2H), 1. 73 (m, 2H) , 1. 8 5 (m, 2 H) , 1. 97 
(m. 2H) , 2. 2 6 (m. 1 H) , 4. 0 5 (s. 3 H) , 4. 0 5 (s, 
3H) , 6. 4 3 (d, J =5. 5 Hz, 1 H) , 7. 14 (d. J =8. 5H 
z. 2H) . 7. 3 6 (s, 1H) , 7. 42 (s, 1H), 7. 5 5 (s, 1 
H). 7. 63 (d, J=8. 5Hz, 2H) , 8. 47 (d, j=5. 5Hz, 
1H) 

M£tfrtt (FD-MS. m/z) :406 (M + ) 
H$#IJ5 3 

N- {4- [ (6, h**-4-*y 7x-;U - 

2-7?^^t; K (6 4) 

6. 7-?y h*->-4- (4-7$/7*y*» +y;> (5 5mg) £ 
^®2-77 >*^sK>» (32mg) £N, N-^f^A^S K 
(2ml) migtfU i-x^;b-3- (3* -Vjt*A,T i J 7o fcVU) 
ASM" $ K£gfc£ (9 lmg) £Jn* % M&KT2 2ljfmifc| s £ffifl|5 

H-NMR (CDC 1 3 , 5 0 0MHz) : 54. 0 4 (s, 3H) , 
4. 05 (s, 3H), 6. 49 (d, J=4. 9Hz, 1 H) , 6. 57 (d 
d. J'-l. 8, 8. 7 Hz, 1H) , 7. 2 0 (d, J =8. 6Hz, 2H) , 
7. 2 8 (d, J =7. 9 Hz, 1H) , 7. 4 2 (s, 1 H) , 7. 5 1 (s, 
1H), 7. 56 (s, 1H), 7. 77 (d, J = 9. 2Hz, 2H) . 8. 
35 (s, 1H) , 8. 49 (d, J = 5. 5Hz, 1 H) 
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3f*#flfll (FD-MS, ra/z) :3 9 0 (M + ) 
HWJ5 4 

N - {4- [(6, 7-v ? y>*->-4-*7 lt-;U) 7x-M - 

3-ft7x>^m»; K (6 5) 

6, ?-y^ + '>-4- (4-7$y7xy + » +7 'J> (5 4mg) £ 
rf?l5o D D©3-^^7x>^;U^y^ (4 4mg) £N, N - 1-)\>*)IA7 i 
K (2ml) icj&JBU l-x^;U-3-(3' ->V*;U7 5 y 7*0 tT;lO * 

)i#v<< i mmm. (8 2mg) ztD*.. muizT3 imsim'Lt:^ mmi 
5 1 inm<Dmftiz£vTmwii. »it^4im B , ^5 5%t-^ 0 

1 H-NMR (CDC 1 g, 5 0 OMH2) : 6 4. 0 2 (s, 3H) ,. 4. 

04 (s, 3H), 6. 4 6 (d, J=5. 5Hz, 1H), 7. 17 (d, J 
= 8. 6Hz, 2H), 7. 38 (m, 1H), 7. 55 (d, J-l. 2Hz, 
1H) , 7. 56 (s, 1H), 7. 7 3 (d, J = 8. 6 Hz. 2H) , 8. 

05 (dd, J = l. 2, 3. 1Hz, 1H), 8. 37 (s, 1 H) , 8. 4 
7 (d, J =5. 5Hz, 1 H) 

Kfi£#Hii (FD-MS, m/z) :4 0 6 (M + ) 

H»J5 5 

N- {4- [ (6, h*v-4-47 'J ■=.;!/) 7i-M - 

(4--hP7x-;l) K (6 6) 

6, 7->^ h + i>-4- (4-7;y7xy + /) +;>J> (HOmg) 
£ mWLSkV 4 - - b ( 1 0 0 m g ) £ N, N-y> f-;U*;U A 7 $ K 

(4ml) izmmU l-x^;U-3- (3* - V/ 1-^7 7n t°;U) 
#*-f ^ Kg®£ (1 7 6m g) SrJto;^ 1&CT2 2 BfTOft I HJ|0j 
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5 o t mo&mzj: -o xm u %.m<Dit&®% 1 2 6 m g N m 1 1 %xn 

X H-NMR (DMSO-dg, 5 0 0MHz) :<53. 94 (s, 3H), 
3. 95 (s, 3H) , 6. 4 9 (d. J =5. 5 Hz, 1 H) . 7. 2 9 (d, 
J =9. 2Hz, 2H) . 7. 3 9 (s, 1 H) , 7. 5 2 (s, 1 H) , 7. 
93 (d. J=9. 2Hz, 2H), 8. 21 (d, J=8. 6Hz, 2H), 
8. 39 (d, J=9. 2Hz, 2H) , 8. 48 (d, J = 5. 5Hz, 1 H) 
. 10. 7 (s, 1H) 
Kft##HI (FD-MS, m/z) :4 4 5 (M + ) 

^»J5 6 

N- {4- T (6, h4->-4-4V';_;U) ;j-^>j 7x~;H - 

(N, N-y/W;;7x^) jUl^-Vi \? (6 7) 

6, 7-x/^y-4- (4-7;;7x7+-» ^'J> (51mg) i 
Wfc&<b4-i!/?Jl7i;£mM (44mg) £N, N- s?y f-;u*;UA7 
^ K (2ml) izfemU 1 -xf-;U-3- (3' - ^7 * y ?o t'AO 
iiWM $ (8 3mg) S-Jn*.. M&icTl 6B*IHfflB*LfcfiK HSi 

015 1 iE*©«ftlcJ:oT««U »fk»7mg, JR^l 0%T-^fc o 

2 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 06 (s, 6 H) , 
4. 05 (s, 3H), 4. 06 (s. 3H) . 6. 48 (d, J=4. 9Hz, 
1H), 6. 71 (d, J = 8. 6Hz, 2H), 7. 17 (d, J = 8. 5H 
z. 2H), 7. 44 (s. 1H), 7. 57 (s, 1 H) . 7. 74 (d, J 
= 8. 5Hz, 2H), 7. 81 (d, J =9. 2Hz. 2H) , 7. 94 (s. 
1H) , 8. 49 (d, J=5. 5Hz, 1 H) 
WSkftVrM (FD-MS, m/z) :4 4 3 (M + ) 
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H»J5 7 

N- {4- [ (6, 7-v>V Y*is-4-*; 'J-;U) y^-ji) - 

(4-7-b^;U7x-;l/) liJim-Vi K (6 8) 
6. 7-v>V b**>-4- (4-7;;7xy + /)+yj>(54mg)i 
mB£ D n n©4-7^;l/££#IK4 6mg) ^N, N-v7 f Jlfr JlAT i K 
(2ml) izfemU l-xf-;u-3 - (3' ^U^Dt^) 

^ mWtm (8 7mg). SrtjQ^ M&ICT2 2 B#F B m# I H»J 
5O£l^0Simc < fcoT*}!i2U mm®lt&®*4 3mg, OT5 3%Tli/c 0 

1 H-NMR (DMSO-dg, 5 00MHz) : <5 2. 66 (s. 3 H) , 
3. 94 (s, 3H), 3. 95 (s, 3H), 6. 48 (d, J=4. 9Hz, 
1H) , 7. 2 8 (d, J = 9. 2 Hz, 2 H) , 7. 3 9 (s, 1H) , 7. 
5-2 (s. 1H) , 7. 9 4 (d, J =9. 2Hz, 2H) , 8. 1 0 (m, 4 
H) . 8. 48 (d, J=5. 5Hz, 1 H) , 10. 6 (s, 1 H) 
■ M$MFHI (FD-MS, m/z) :442 (M + ) 

^2S0J5 8 

N- {4- [(6, 7-S?y h4->-4-*>"J~40 **>Q 7x-iH - 
(4-7*?-;U7x-;lO ^Mjtlj K (6 9) 
6. 7-i?jt h*v-4- (4-7i;7i;4y) U> (5 4mg) t 
^mS 3 a(D4-7l-Jl3:.mm (5 4rag) £N, N-->7f^M7i K (2 
ml) ^H?U 1 -xf-;b- 3- (3' - f-;U7 S J 7*o t'JU) ij Mi! 

4 1 vmm. (8 5mg) ztaz., mm\z?2 2*raaB*ifc&> mmms 1 1 
mm®®ft\z±r>xm®L &m<D<t&to&6 5mg, jr*7 8?rat*: 0 

1 H-NMR (CDCl 3 , 500MHz) : 5 0. 95 (t, J = 7. 3H 
z. 3H) , 1. 3 8 (m, 2H) , 1. 6 4 (m, 2H) , 2. 6 9 (t, J 
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= 8. 0Hz, 2H), 4. 05 (s, 3H) , 4. 06 (s. 3H), 6. 4 
8 (d, J = 5. 5 Hz, 1H) , 7. 1 9 (d, J =9. 2 Hz, 2H) , 7. 
30 (d, J = 8. 6Hz, 2H), 7. 42 (s, 1H), 7. 57 (s, 1 
H), 7. 75 (d, J=8. 6Hz, 2H), 7. 82 (d, J = 8. 6Hz, 
2H) , 8. 03 (s, 1H) , 8. 49 (d, J = 5. 5Hz, 1 H) 
Sfi##TiI (FD-MS, m/z) :4 5 6 (M + ) 

H»J5 9 

N- {4- f (6, h*>>- 4 ,;-,!,) 2jt ^M_ - 

{4- [(6, 7-xV h + v/-4- + yj-;b) 7i _;H (4 - 

-FD7xz^)*M> f ; K(lOOmg) £N, N- >M fA*AA7 $ 
>VM?a** (9m]/5ml) fc**U 10%/N7^A-^ ( 6 9m 
g) mfl«Tlll:T2 2l«WL^ £«£-fe5>f hfcjgn 

*8 5mg N OT9 l«T»fc 0 

X H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 4 (s, 3H) , 
3. 95 (s, 3H), 5. 75 (brs, 2H), 6. 46 (d, J=4. 9 
Hz. 1H), 6. 61 (d. J=8. 6Hz, 2H), 7. 22 (d. J=9. 
2Hz, 2H) , 7. 39 (s, 1H) , 7. 52 (s, 1 H) , 7. 73 (d, 
J-8. 5Hz, 2H). 7. 89 (d, J=9. 2Hz, 2 H) , 8. 46 
(d, J = 5. 5Hz, 1H) , 9. 90 (s, 1 H) 
H51##Tfii (FD-MS, m/z) :415 (M + ) 
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N- {4- [(6, 7--^Ah*>--4-*7 U_;U) ±±j/] y ±zj£ - 
4-WJytu\,#*Vi K (7 1) 

6, 7-SM h + i/-4- (4-7iy7xy + v) +7 U > (5 3mg) £ 
m^O-r V-n^>g? (45mg) £N, N - f;WAA7 5 K (2ml) 
fc?8A?U l-x^U-3- (3' -^W;;^ok^) ^l^vM > K 
ttBt* (9 8mg) ^Jo^ MfitCT6 2tistm&Uz.'&s H»J5 1 il^f© 
^ftic^-Of^U IS©^M22mg, TO 3 1 %T-^ 0 

1 H-NMR (DMSO-dg, 500 MHz) : <5 3. 94 (s. 3H), 
3. 96 (s, 3H), 6. 48 (d, J = 5. 5Hz. 1 H) , 7. 29 (d, 
J=9. 2 Hz, 2H), 7. 39 (s, 1 H) . 7. 52 (s, 1 H) , 7. 
88 (d, J=4. 3Hz, 2H), 7. 92 (d, J=8. 5Hz, 2 H) . 
8. 48 (d. J=4. 9Hz, 1H). 8. 80 (d, J=4. 3Hz. 2 H) 
. 1 0. 6 (s, 1 H) 

tttoVm (FD-MS. m/z) :40 1 (M + ) 

N- {4- [ (6, Tjzll r*'>-4-*7 U-AQ tl-i/] 7x-;U} - 
2-^^-7x>^;l/^>ij-; K (7 2) 

6, 7-vy j.^ i/ _ 4 _ (4-7i;7x; + -» ' j > (5 0mg) <b 
TfT|S D n D©2-^^7x>^;U^>g? (4 6mg) £N, N - >>V *;U*;UA7 ^ 
K (2ml) izfeML l-x^U-3- (3' - >V f-;U7 $y t°p h';U) £ 
k# f J4 = KiSBKS (9 9mg) £jn** MICT6 2l«fliW*lfcfcs HSfe^J 

5 1 tmnvnfaz&iTmmi, mmoit&totz 7m e > <nis 4%T#yt 0 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 54. 02 (s, 3H) , 
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4. 04 (s, 3H), 6. 46 (d. J=5. 5Hz, 1 H) , 7. 11 (m, 
1H) , 7. 17 (d, J = 8. 6Hz, 2H) , 7, 40 (s, 1 H) , 
7. 5 5 (m, 1H) , 7. 5 6 (s, 1 H) , 7. 7 3 (d, J = 8. 5 Hz, 
2H) , 7. 7 3 (m, 1 H) , 8. 3 8 (s, 1 H) . 8. 4 8 (d, J = 
4. 9Hz, 1H) 
WMftVrm (FD-MS, m/z) :4 0 6 (M + ) 

N- {4- f ( 6, 7-?y h*->-4-*/»;-;lQ t4->] 7x_;M - 
4-h'7x^^>»; K (7J) 

6, 7->V h*i/-4- (4-7;;7x; + -» +;ij> (5 2mg) * 
Mi**7 5>/«fbf*i/> (3raJ/2ml) kfiWU WpOk^x 
-A**#>M^roy K (8 0mg) £Jjd;U M£KT2 5 *NHI*lfc. KB 

■ 1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 5 (s. 3H) , 
3. 9 5 (s. 3H) . 6. 4 8 (d. J = 5. 5Hz, 1H), 7. 2 8 (d, 
J=9. 2Hz, 2H), 7. 40 (s, 1 H) , 7. 43 (t, J=7. 3H 
z. 1H), 7. 50-7. 53 (m, 3H), 7. 77 (d, J = 7. 3Hz, 
2H), 7. 85 (d, J = 8. 6Hz, 2 H) , 7. 96 (m, 2H) , 
8- 0 8 (d. J = 8. 5Hz, 2H) , 8. 4 8 (d. J =4. 9Hz, 1 H) 
. 1 0. 4 (s, 1H) 
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Jfffi#tFHi (FD-MS, m/z) :4 7 6 (M + ) 
HWJ6 3 

N- {4- [ (6, 7-i?/ h*:>-4-*7 jJ^JlQ t±Zl 7xz;M - 
(4-yh^'>7x-Jl/) K (7 4) 

6, 7-v7 h + (4-7;77x; + y) +;ij>(52mg) ^ 

h >j x^;u 7 S y/mU fl/>(3ml/2ml) CBS U rUBRS© 4-7 

H+->$m§»^ p »; K (o. 0 7mi) tta^ wtHzra mmt&iiz&s 

£fc9iG2£mm<t>»ftlzjL-oTltmu »H©fl:£«l*3 4mg s i^$41% 

*H-NMR (CDC 1 3 , 5 0 0MHz) : <5 0. 9 9 (t, J =7. 3H 
z. 3H) , l. 5 2 (m, 2H) , 1. 8 0 (m, 2 H) , 4. 0 3 (m, 2 
H) , 4. 04 (s. 3H), 4. 05 (s, 3 H) , 6. 4 7 (d, J=4. 

9 Hz. 1H) . 6. 9 5 (d. J =9. 2 Hz. 2H) , 7. 1 8 (d. J = 
9. 2Hz. 2H) . 7. 46 (s, 1 H) , 7. 5 7 (s, 1 H) , 7. 7 4 

Cd. J =9. 2 Hz, 2H) . 7. 8 6 (d, J=9. 2 Hz. 2H) . 8. 

10 (s. 1H) , 8. 49 (d, J-4. 9Hz, 1 H) 
M£tfHI (FD-MS. m/z) : 4 7 2 (M + ) 

N- (4- [ (6, ht->-4-t;'J-;l/) 7*-M - 

(4-yp^7x^) K (7 5) 

6. 7-^h + >'-4- (4-7U7iy + -» +>"J> (52mg) t 
T^IRao4-7 , D*3cmS» (7 8mg) £N, N-x^f^A7; K (2 
ml) fc*»U l-x^;b-3- (3* -^^UTS/^Dfc^lO ^jutfv? 
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* S K&atS (1 02rag) fcfln*, g&ICTl 7^Hat»Lfc*> H»J5 1 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 64. 0 7 (s, 3 H) , 4. 
0 7 (i, 3H) , 6. 5 3 (d. J = 5. 5 Hz, 1 H) , 7. 2 2 (d, J 
= 9. 2Hz. 2H) , 7. 3 7 (s. 1 H) , 7. 5 0 (s, 1 H) , 7. 6 
2 (s. 1H) , 7. 6 5 (d, J =8. 6 Hz, 2H) , 7. 8 4 (d, J = 
8. 6 Hz, 2H) , 7. 8 6 (d, J =8. 6 Hz. 2H) , 8. 4 1 (d, 
J=5. 5Hz, 1H) 

M»W*(FD-MS. m/z) : 4 7 8 (M + ) , 4 8 0 (M + + 2) 
^«J6 5 

N- {4- r (6, h*i/-4-*y U_;l) t±j^ y^-jl) - 

(4-y h>'>a;l*'-;U7 x -;lQ fr^Hfj^J K (7 6) 
6. 7-vM h*->-4- (4-7;y7x; + y) *y y > (lOOmg) 
tm&<»*J /1-)lTU7*m (130mg) £N, N-;^f^M7 
5K(4ml)lw«»U (3* - •? t *;U7 fa t'Jl) 

JjWM i KttWfc (2 2 7mg) £jn;U ^gKTl 8*m»?Lttk H 
»«5 1iEWI®Jimcj: 0 T«l«U M<DftM«9 9 m g. iR^6 4%T» 

1 H-NMR (CD C J g, 5 0 0MHz) : 5 3. 98 (s, 3 H) , 4. 
06 (s. 3H), 4. 06 (s, 3H) , 6. 49 (d, J=4. 9Hz, 1 
H) . 7. 22 (d. J = 9. 2Hz, 2H), 7. 43 (s. 1 H) , 
7. 56 (s, 1H), 7. 76 (d, J = 9. 2Hz, 2H) , 7. 9 7 (d, 
J =8. 6Hz, 2H) , 8. 18 (d. J =8. 6 Hz. 2 H) , 8. 4 9 
(d, J = 5. 5Hz, 1H) 
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KUfrVm (FD-MS, m/z) :4 5 8 (M+) 
H»J6 6 

N- {4- [ (6, 7-v?y jj£JU) t±j/\ 7x£Jjj - 

2-b''Jy>^im; K (7 7) 

6, 7-y7 F + (4-7;;7x; + y) +;ij> (50rag) i 

mm&Ot'o*) >® (4 2mg) £N, N-y> f;l/+;l/A7 ^ K (2ml) ic 
f§#?U l-x^;U-3-(3* - V/f-Jlj i J t'» iuvtf'jj I 

sag (i 2 3m g ) ^jd^ n sairri mr$mmtz'&, nmms 1 

1 H-NMR (CDC I 3 , 5 0 0MHz) : 8 4. 0 6 (s, 3H) , 4. 
0 6 (s, 3H) , 6. 4 9 (d, J =5. 5Hz, 1 H) , 7. 2 3 (d. J 
= 8. 6Hz, 2H) , 7. 4 3 (s, 1 H) , 7. 5 1 (m, 1H), 7. 5 
8 (s, 1H) , 7. 8 9 (d, J =9. 2 Hz, 2H) . 7. 9 4 (m, 1 H) 
. 8. 33 (d, J=8. 0Hz, 1H). 8. 50 (d, J = 5. 5Hz, 1 
H) , 8. 64 (dd, J = l. 8, 4. 9Hz, 1 H) 

Kt£tftt (FD-MS. m/z) :40 1 (M + ) 

N- {4- [(6, 7-?y h*->-4-*y 7x_;b) - 

(4-fcKp^y^;l/^-;l/7x-;b) K (7 8) 

{4- [ (6, 7-v?^ h + ->-4-+y >J-;U) 7x-;H - (4 

h + y*A-f-^7z-Jb) i (3ml) 

U 3 3K*BMb*y*A*fctt (1. 5ml) *3to^ MT2WW»Lfc 0 
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&m®4t&g!i£ 3 4 m g , m 4 5 fco 

H-NMR (DMSO-dg, 5 0 0MHz) : 53. 93 (s, 3 H) , 
3. 9 4 (s. 3H) , 6. 4 7 (d, J = 5. 5 Hz, 1 H) , 7. 2 8 (d, 
J =9. 2Hz, 2H) , 7. 3 9 (s. 1 H) , 7. 5 1 (s, 1 H) , 7. 
9 2 (d, J=9. 2Hz, 2H) , 8. 0 7 (m, 4H) , 8. 4 7 (d, J 
= 5. 5Hz, 1H) , 1 0. 5 (s, 1H) 
HMftVrtiM. (FD-MS, m/z) :44 4 (M + ) 

N- {4- f C6 , 7-v>V h*is-4-*; 'J ;fr*v] 7x-;U - 

6. 7-^ ^.>-4 - (4-7;;7x^x) ^>J>(53mg) i 
mKc D uOv^ a ^>^>^;^>i ? (6 6mg) £N, N _^^*,UA7$ 
K (2ml) <c^U l-x*;U-3- (3* - 'J/ *,U7 ^ J fa t'Jl) * 
i mm& (1 1 Omg) fcft]*., MfifcTl 7«rWaB*Lfcft, HJg 

^ H-NMR (CDC 1 3 , 5 0 0MHz) : 51. 6 4 (m, 2H) , 
1. 8 1 (m. 2H) , l. 9 1 (m, 4H) , 2. 7 5 (m, 1 H) , 
4. 04 (s, 3H), 4. 04 (g, 3H) , 6. 44 (d. j= 4 . 9Hz, 
l.H). 7. 13 (d, J =9. 2Hz, 2H) , 7. 4 5 (s, 1H), 7. 
55 (m, 1H). 7. 65 (d, J=8. 6Hz, 2H) , 8. 47 (d, J 
= 5. 5Hz, 1 H) , 

M£*r* (FD-MS. m/z) :39 2 (M + ) 
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N- {4- [ (6, 7-vV h*->-4-*7 D_;l) *±j£ 7x-;[.) - 

6, 7-iM h*<>-4- (4-7i;7xy + y) +y .j> (5 lmg) £ 
«©7^7>^>*;b.f>i (1 1 Omg) £N, N - if* f;^^A7 ^ 
K (2ml) lcjg»U 1 -x^;b-3- (3" -^Wiyrnt^) ^ 
i mm& (1 0 7mg) ZUnA., 5WL^, HJ| 

^ H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 8 2 (m, 6 H) , 
2. 0 0 (m, 6H) , 2. 13 (m, 3H), 4. 05 (s, 3H), 
4. 05 (s, 3H) , 6. 44 (d, J=4. 9Hz, 1 H) . 7. 1 5 (d. 
J=9. 2Hz, 2H), 7. 42 (s. 1 H) , 7. 55 (m, 1 H) . 7. 
6 4 (d. J = 9. 2 Hz, 2H) , 8. 4 6 (d. 3=4. 9 Hz, 1 H) , 

Si^lfft (FD-MS, m/z) :4 5 8 (M + ) 

mmio 

N- {4- r (6, 7-v>V Y*'s-4-*; >) -Jl) y^-ji) - 

(4-7tF4v7z^l/) ft^MfoiM K (8 0) 

6, 7-i^ h + >>-4- (4-7i;7x; + ^) +;'J>(H0mg) 
irUK D D a ©4-7-feh + ^m^ (2 0 7mg) £N, N-y'yf;^A7 
SK(6ml)i:8»U l-^f-;U-3- (3' - vt f-;U7 $ y fa t°;l/> 
*;b*'>^ ^ Ki£®£ (2 2 3mg) ^r?FD^x M&i^B^fitftl^ mm 
0J5 1 <h(5]^cD^|cJ:oT^®{U mmoitS®}*! 2 3m g, JK^7 2 %t 
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1 H-NMR (CDC 1 g. 5 0 0MHz) :62. 3 5 (s, 3H), 4. 
06 (s, 3H), 4. 06 (s, 3 H) , 6. 4 9 (d, J=4. 9Hz, 1 
H) . 7. 21 (d. J=9. 2Hz, 2H), 7. 25 (d, J=9. 1Hz, 
2H) , 7. 4 3 (s, 1H) , 7. 5 6 (s, 1 H) , 7. 7 3 (d, J = 9. 
2Hz, 2H), 7. 87 (s, 1 H) . 7. 93 (d f J = 8. 6Hz, 2H) 
. 8. 5 0 (d, J =5. 5Hz. 1 H) , 

5fit£#ffil (FD-MS, m/z) : 4 5 8 (M + ) 

H»J7 1 

N- {4- C (6, 7-^ h*->-4-*y U-;U) *^>] 7^-^} - 
2- (6-T-tr Y^i/j-yj-Jl) ftJltfJ-V-i K (8 2) 

6. 7->M h*v-4- (4-7i;7x; + y) *>"j > (5 1 mg) £ 
tUI5D a D ©6-7-lr h + i>-2-^7 hxg (1 2 lmg) £N, N->^;i,* 
^A7$ K (2ml) izmmU l-x^^-3- (3* ->7W;;^d 
t°;b) rt^iiW $ K&Efeg (1 2 4mg) £Jo;U Mfitcri 3 I 

5%T#/c 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 62. 3 8 (s, 3H) . 
4. 03 (s, 3H), 4. 05 (s, 3H) . .6. 49 (d, J=5. 5Hz, 
1H) , 7. 2 0 (d, J = 9. 2 Hz, 2 H) , 7. 3 0 (dd, J =2. 4, 
9. 2 Hz, 1H) , 7. 4 2 (s. 1 H) , 7. 5 7 (m, 1 H) , 7, 6 1 
(d. J = l. 8Hz, 1H), 7. 81 (d, J = 9. 2Hz, 2H), 7. 
86 (d, J = 8. 6Hz, 1H), 7. 89 (d, J = 9. 2Hz, 1 H) , 
7. 94. (d, J = 8. 6Hz, 1 H) , 8. 38 (s, 1 H) , 8. 49 (d, 
J=4. 9Hz, 1H) 
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mm&Vrm (ED-MS, m/z) :5 0 8 (M + ) 

N- {4- [(6, 7-^n4 i '>-4-^;'J-;l) t^->] 7x-;U} - 
(4~bKn4'>7x-Jl/) K (8 3) 

N- {4- [ (6, 7 -if/ Y*i/-A-*J.»-)l') 7iz;H - 

(4-7th + y7x^) K (1 03mg) (4m 

l) fcig#U 3 5^7kiMb*»J^A*»«[ (2m l) Zljaz., WBRhWm 

£x~f;UTife&U S^O{b^»7 7mg. JR$8 2%T-?§fco 

1 H-NMR (DMSO-dg, 5 0 0MHz) :<53. 94 (s, 3H). 
3. 95 (s, 3H). 6. 46 (d, J-4. 9Hz, 1 H) , 6. 87 (d, 
J =8. 5 Hz, 2H) , 7. 2 4 (d, J =9. 2 Hz, 2 H) , 7.-3 9 

(s, 1H), 7. 52 (s, 1H). 7. 87 (d, J=8. 6Hz, 2H) . 
7. 9 0 (d, J =9. 2 Hz, 2H) , 8. 4 7 (d, J =5. 5 Hz, 1 H) 
. 1 0. 1 (s, 1H) 

StafttfrM (FD-MS, m/z) :417 (M + + l) 

£161*7 3 

N- {4- [(6, 7-vM h*i/-4-*yjxjU) 7xz;b) - 

2- (6-b Y*u*i/1-7*)V) tiAstftti K (8 4) 

N- {4- C (6, 7->M h**>-4-*/ ';x;b) tf*v>] 7x^) - 
2- (6-7-feh*^7f-;U) K (4 7mg) (4 

ml) fc£fi?U 3 5%*m<tti*)'5l*&®m (2ml) £iQ;i N Mt5B$HI 



WO 97/17329 PCT/JP96/03229 

87 

mitz'&, XMT7 2 tmom^r>rmU SS©ffc&«3 7mg % 

J H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 9 5 (s, 3 H) , 
3. 95 (s, 3H), 6. 49 (d, J=4. 9Hz, 1 H) , 7. 18 (m. 
1H) , 7. 2 0 (s, 1H) , 7. 2 7 (d. J = 8. 6Hz, 2H) , 
7. 39 (s, 1H), 7. 53 (s, 1 H) , 7. 80 (d, J=8. 5Hz, 
1H), 7. 9 2-7. 9 8 (m, 4 H) , 8. 47-8. 48 (m, 2 H) , 
1 0. 0 (b r s, 1H) . 1 0. 4 (s, 1H) 
mmftVife (FD-MS, m/z) :4 6 7 (M + +l) 

MMW14 

N- (4-y h^^x-i) -N' - (4- f (6, h*>>-4- 
*7 D~;U) 7x^M frl^T (4 3) 

6, 7-9/ h^>-4- (4-7;;7xy + ^) +7 'J > (5 3mg) £ 
K;bx> C3m J) KflOi^lfcgU 4-^ Ky7x-Mvm- h 

(o. 2mo zta*., 3o#mmmitz 0 ^lti^ b «u h 

X H-NMR (DMSO-d 6 , 5 0 0MHz) : S3. 72 (s, 3 H) , 
3. 9 4 (s, 3H) , 3. 9 5 (s. 3H) , 6. 4 4 (d, J =4. 9 Hz, 
1H), 6. 87 (d. J=8. 5Hz, 2H) , 7. 19 (d. J = 9. 2H 
z. 2H) , 7. 3 7 (d, J =8. 5 Hz, 2H) , 7. 3 8 (s, 1 H) , 
7. 52 (s, 1H), 7. 58 (d, J = 8. 5Hz, 2 H) , 8. 46 (d, 
J =5. 5Hz, 1H) , 8. 5 0 (s, 1H) , 8. 7 3 (s, 1 H) 
©fi^M (FD-MS, m/z) :44 5 (M + ) 
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&Jtf*7 5 

N- (4-7;^d7x^1/) — N' - {4- [ (6, T_z2A L±±lz±l 
*7Ux;iQ Z-^jEiikj C4 4) 

6, K + (4 -7 S y 7 * J + +7 <J > (5 4mg) £ 

h^x> (3ml) lcMgft?l£& N 4-7^D7x-Mvy7^-^ 
(0. 2ml)*lo>U 7 0^HBWIMBlELfco #fibLT#fcttfi*itKU h 

X H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 9 4 (s, 3 H) , 
3. 9 5 (s, 3H) , 6. 4 4 (d, J = 4. 9 Hz, 1 H) , 7. 1 2 (m, 
2H) , 7. 1 9 (m, 2H) , 7. 3 8 (s, 1 H) , 7. 4 7 (m, 2 H) , 
7. 51 (s, 1H), 7. 59 (d, J = 9. 2Hz, 2H), 8. 45 (d, 
J=5. 5Hz, 1H), 8. 72 (s, 1 H) , 8. 79 (s, 1 H) M 
£#fl£ (FD-MS. m/z) :4 3 3 (M + ) 

H&0J7 6 

N- (4-7'd^7^x;U) -N' - {4- [ (6, Y*i/-A-* 
yjx;u) 7x-M «7UT (4 5) 

6, 7-> i n*->-4- (4-7;;7x; + -» *y «J> (5 2mg) £ 
h;Ux> (3ml) ^toJKtfgJBLfc^ 4-7*D*7i-JKV->7*-h 
(0. 2ml)£jQ^ 5 0#HMtfS$KL*:o IJftBLT* U h 
^x>T'^t$Ciic«kt)^eo^^^5 6mg N JR^6 4%T-?i^o 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 94 (s, 3 H) . 
3. 95 (s, 3H), 6. 44 (d. J = 5. 5Hz, 1 H) . 7. 19 (d, 
J =9. 2Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 4 5 (m, 4H) , 7. 
51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2H) , 8. 46 (d, J 
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= 5. 5Hz, 1H), 8. 86 (s, 1 H) , 8. 86 (s, 1 H) 
m$Vrm (FD-MS, m/z) :4 9 3 (M + ) , 4 9 5 (M + + 2) 

N~ (4- [(6, 7-yyh^i/-4-4;'J^) ^y] 7x_;U - 
N' - (4 h Q7^-;l/) frUT (46) 

6, 7~*V h**>-4- (4-7^7x; + ^) >J> (10 3mg) 
£h;Ux> (10ml) l:jD«Lfci, 4--f>o7x_;Kvy7^-|, 
(3 6 6mg) fcfeu 6 0#F&MiI^l7r o Vr&lTZtzWi&mmU h 
^y-zmtZ c t \z J: «p gjg©ft&tl£ 1 4 1 m g, TO 8 8 %Ti§7t 0 

*H-NMR (DMSO-dg. 5 0 0MHz) : 63. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d, J = 5. 5Hz, 1 H) , 7. 23 (d, 
J = 8. 6Hz, 2H), 7. 39 (s, 1 H) , 7. 51 (s. 1H), 
7. 62 (d, J = 9. 2Hz, 2H), 7. 71 (d, J=9. 2Hz, 2H) 
• 8- 20 (d, J-9. 2Hz, 2H), 8. 46 (d. J=5. 5Hz, 1 
H) , 9. 08 (s, 1H) , 9. 49 (s, 1 H) 
Mmftftm (FD-MS. m/z) :4 6 0 (M + ) 

fUfe0>J7 8 

N- (4-7>;b7x-;U) -N' - (4- [ (6. 7--^ S*y/- 4 -* 
7xx;H 7 by (47) 

6, 7-v?y h + i/-4- (4-7;;7x; + y) *y U> (5 0mg) £ 
y^-y (3ml) KJnj»$L7^ 4-yf;b7x^Mvm-h 
CO. 2m l) £Jn;i, 2 65JF B TO3i^L^o S^^DD^;UA/T-lr h> 

(lo/i) •esg§tsv/'j?!7y^5A^D-7h ; 7'77^-{u < tt)^s5!u m 
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H©fc£tt*3 6mg % JR$4 5%T~mtz 0 

X H-NMR (CDC 1 3 /CD 3 OD, 5 0 0MHz) : 6 0. 9 3 (m, 
3H) , 1. 3 5 (m, 2H) . 1. 5 7 (m. 2H) , 2. 5 7 (m, 2H) , 
4. 06 (s, 3H), 4. 06 (s, 3H) , 6. 49 (m, 1 H) , 7. 1 
4 (m, 4H) . 7. 33-7. 62 (m, 6H) , 8. 39 (m, 1 H) 
®fi##HI (FD-MS, m'/z) : 4 7 1 (M + ) 

^5£^J7 9 

N- (4-7;;7x^) -N' - {4- [ (6, 7 - h*->- 4 

N- {4- [ (6, >,^, U ) _ 

N' - (4-^-hD) 7x-;U^UT (lllmg) £N, N -vV*;MO,A 
7* K (7ml) izmi, l0%*Wt<t'<7WA-%m (lOOmg) £7jn 
^ 7K^a^TMSCT2 2NrF B ^L7b 0 Rl6tt*-b5^ h£ffi^Tfci©L 

^OYb^«6 6n^ IR$6 3%Tr*ifc 0 
* H — NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 4 (s, 3 H) , 
3. 94 (s, 3H), 4. 74 (b r s, 2H) , 6. 43 (d, J=4. 9 
Hz, 1H) , 6. 5 2 (d, J =8. 6 Hz, 2H) , 7. 0 8 (d. J = 
8. 6 Hz. 2H) , 7. 16 (d, J =9. 2 Hz. 2H) . 7. 3 8 (s, 
1H) . 7. 51 (s. 1H) , 7. 55 (d. J=9. 2Hz. 2H) . 
8. 14 (s, 1H) , 8. 4 5 (d. J =4. 9 Hz. 1 H) . 8. 6 1 (s. 
1H) 

M&Vm (FD-MS, m/z) :4 3 0 (M + ) 
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HJ&0J8O 

N- (4-7^Wx^) -N' - {4- [ (6, h*y-4- 
*J ;T4-»>] 7x^.;M -7U7 (4 9)' 

6, l- : Jt Y*v-A- (4-7;;7i; + y) *-/U> (51mg) * 
h;bx> (3ml) {cjDii^L^s 4 -7t^7x-;K 7*7*- h 
(210mg) £flD;i> 20^»mil^Lfco M&Z? n n*;UA/7-fcr h > 
(1 0/1) T-Jg^t* £ *fki) yUtu-? b?y7< -t^^^muu m 
^©ft&#j£5 Omg, 1K^6 4%T^o 

1 H-NMR (CDC 1 3 /CD 3 OD, 5 0 0MHz) :52. 5 9 (s, 
3H) , 4. 07 (s, 3H), 4. 07 (s, 3 H) , 6. 50 (d, J = 5. 
5Hz, 1H), 7. 17 (d, J = 8. 5Hz, 2 H) , 7. 36 (s, 1 H) 
, 7. 5 8 (s, 1H) , 7. 5 8 (d, J =8. 5Hz, 2 H) , 7. 6 0 
(d, J=8. 5Hz. 2H) , 7. 94 (d, J=8. 5Hz, 2H) . 8. 
40 (d, J =5. 5Hz, 1H) 

(FD-MS, m/z) :4 5 7 (M + ) 

N- (4- [(6, 7-^ ^->-4-^'i^)^y] y*-M - 
N' - (4-7x^->7x^b) »7U7 (5 0) 

6, 7 -is* h^>- 4 - (4-7^7x; + y)+;'J> (5 3m g) £ 
h^x> (3ml) rJMLfcl^ 4-7x; + i/7x^KV^-h 
(0. 2ml) Ztiaz., 3 0 £EJDl^f£ I *: 0 ^^noMA/7th> 

(i o/i) T-mtttzisv xfjujvj*? h?y7 4 -t&bnmu S 

i§©{fc&$l£5 5mgx JR$6 0%T^feo 
1 H-NMR (CDC 1 „/CD„OD, 500 MHz) : 6 4. 46 (s, 
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3H) , 4. 4 6 (s, 3H), 6. 5 1 (m, 1 H) , 6. 9 8-7. 6 2 
(m, 1 5H) , 8. 4 0 Cm, 1 H) 
BB&Vm (FD-MS, m/z) : 5 0 7 (M + ) 

HM0J8 2 

N- (i z fyyD^7x£^ -N' - {4- [ (6, 7->>V K*^- 
,4— fry 'J-dQ *fr^3 7x-;b) 71^7 (5 1) 

6, 7-SM hfr*>-4- (4-7i;7x;+y) fry <J > (51mg) £ 
h;Ux> (3ml) izmmmmLtzWi, A-4Vfa k 0 ^7x-;Kyi/7^- 
h (0. 2ml) £fln;L N 2 6^HSDl»««ELfco gul*^DD*W7-feh 
> (10/1) -eJg^-r5>"j77^^7A^Dvh^7^-^J;^^Ls 
^®{fc&$)£7 Om'gx 1R$9 0%TH7^o 

1 H-NMR (CD 3 OD. 5 0 0MHz) : 51. 1 8 (d. J =6. 7H 
z. 6H) , 2. 8 2 (m. 1 H) , 3. 9 7 (s. 3 H) , 4. 0 1 (s. 3 
H) , 6. 37 (d, J=5. 5Hz, 1 H) , 7. 04 (d, J=8. 5Hz, 
2H), 7. 11 (d, J = 8. 5Hz, 2H), 7. 25 (d, J=8. 5H 
z. 2H) , 7. 26 (s. 1H) , 7. 38 (s, 1 H) , 7. 41 (d. J 
= 9. 2 Hz, 2H) . 7. 5 4 (s. 1H) . 7. 8 2 (s. 1H) . 8. 0 
3 (s, 1H) , 8. 42 (d, J = 5. 5Hz, 1 H) 
MM^VrM. (FD-MS, m/z) :4 5 7 (M + ) 

£$018 3 

N- (4-hU7Jbt'pyWx^) -N / - {4- [(6, 7-^ys 
fr->-4-fry U-;U) *frvp 7i£jj 71/7 (5 2) 
6. 7-v>V hfr->-4- (4-7S/7*/*iO +;'J> (5 3mg) £ 
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MUx> C3ml) ICjaMLtl, 4-M7;l/*'o;«*4>7x.=jlH'V$/ 
7*-> (0. 2ml) fcj&D*, 1 O^M&SftL'fc. IfrHJLTfcfcttfifcit 

H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 0 5 (s, 3H) , 

4. 05 (s, 3H), 6. 52 (d, J=5. 5Hz. 1H), 7. 18 (d, 

J=9. 2Hz, 2H), 7. 36 (s, 1H), 7. 56 (s, 1 H) , 

7. 59 (d, J=8. 6Hz, 2H), 7. 62 (d, J = 8. 6Hz, 2H) 
. 7. 63 (s, 1H), 8. 40 (d, J=5. 5Hz, 1 H) 
HtMftVrM (FD-MS, m/z) :4 8 3 (M + ) 

N- (4-n -7Wz^) -N'' - {2- [ (6, 7-?y 

7x-;M 71/7(14 7) 
^fe#J4 8lcfc^Tx 4-~ hD7x;-;H:^T2 -~hD7x;-;^ 
EV^(i^i|^ifigi!L*:6, 7-^h^i/-4 - (2--hD7x; + >/) 
^^■J>^^Jfe^j4 9i|lI<i{cfi5cLT^ 6, 7 - V* h*:/- 4 - (2 - 
TiJ7±j*is) (5 6mg) £h;Ux> (3ml) izmmmiiz 

4-n-7^7x-^y> 7 *-h (0. 2ml) «n*. % 3 O&HUD 
&S»Elfco ^^DD^W7th> (10/1) T?gH'r*'>y*y;U 

1 H-NMR (CDC1 3> 5 0 0MHz) : 6 0. 8 9 (t, J =7. 3H 
z. 3H) , 1. 3 0 (m, 2H) , 1. 5 2 (m, 2H) . 2. 5 0 (m, 2 
H) . 3. 9 0 (s, 3H) , 3. 9 3 (s, 3 H) , 6. 2 2 (d, J = 
4. 9Hz, 1H). 6. 87 (d. J = 7. 3Hz, 1 H) . 6. 96- 
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7. 0 1 (xn, 4H), 7. 15 (b r s, 1 H) . 7. 2 8-7. 3 1 (m, 
4H), 8. 12 (brs, 1 H) . 8. 26 (d, 1=4. 9Hz, 1 H) , 

8. 58 (d, J = 7. 9Hz, 1 H) 
MfcMWl (FD-MS, m/z) :47 1 (M + ) 

106098 5 

N- (4-n-^7x^) -N' - {3- [ (6, 7-xV h*«>-4 
dZM) 7x-;H (9 1) 

*j u y*$mmA ^ tnm^^tixntz^ 6, 7-yn+->-4- o- 

7;;7x; + -» ^;ij> (5 1mg) £h;bx> (3ml) |:Mg|Lfc 
^4-n-^7xzKV>7^F (0. 2 m 1 ) £ JoiU 5 O^HOft] 
&S«Lfc 0 SS^^DD^l/A/7th> (1 0/1) T-gggt-Si/'MW 

X H-NMR (CDClg. 5 0 0MHz) : 6 0. 89 (t. J = 7. 3H 
z, 3H) , 1. 3 0 (m, 2H) , 1. 5 2 (m, 2 H) , 2. 5 1 (m, 2 
H) , 3. 95 (s, 1H), 4. 00 (s. 1 H) , 6. 49 (d, 1=5. 
5Hz, 1H), 6. 81 (d. 1=8. OHz.-lH). 7. 04 (d, 1 = 
7. 9 Hz. 2H) , 7. 2 1-7. 3 0 (m, 5 H) , 7. 3 7 (s. 1 H) . 

7. 5 1 (s, 1H) , 7. 8 4 (brs, 1 H) , 8. 24 (brs, 1 H) , 

8. 43 (d, 1=4. 9Hz, 1 H) 
ffft^ftHit (FD-MS, m/z) :47 1 (M + ) 
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N-n-7>J,-N' - U- [( 6> 7->'Xh4y-4-^;u^ ^ 
*>3 7x_;U) »U7 (13 9) 

6, 7-*>* F + (4-7;;7x^^) *y »;>(51mg) * 

h^i> (3ml) n _^ ;Wyi/T ^_ h (Q 2ml) 

fcftl** 14»iSSLfco ^^onaV7th> (10/1) T 

rat * * 'J ***** uwmi-xzMim u mmvit&m* 3 1 m gs 

X H-NMR (CDClg. 5 0 0MHz) : ,5 0. 93 (t. J = 7. 3H 
z. 3H) , i. 3 7 (m, 2H) , 1. 5 3 (m, 2H) , 3. 2 8 Cm. 2 
H) . 4. 0 4 (s. 3H) , 4. 0 4 (s. 3H). 5. 0 4 (bra. 1 H) 
. 6. 4 4 (d. J =5. 5 Hz, 1H) , 6. 9 8 (b r s, 1 H) . 7. l 
1 (d. J =9. 2Hz, 2H) , 7. 4 1 (s, 1 H) , 7. 4 3 (d, J = 
9. 2Hz, 2H), 7. 55 (s, 1H), 8. 46 (d, J = 4 . 9Hz, 
1H) 

(FD-MS, m/z) : 3 9 5 (M + ) 

H»J8 7 

N- {4- [(6, 7-i>/h*'s- 4-*S»j» _ 
(4- h »J7; M-oy?-;t,7x-;U) ^Mf^jj K (157^ 

6. 7-^h+5/-4- (4-75/7xy*S/) *yij>(53 mB) t 
min Q D 04-hr j7 ;^ D ^^ > ^ m#|| (102mg) N _^^ 

*A7M? (3ml) C«*Lfc«, l-i**-3- (3' -^^jc; 
yDt ^ *^^ Ntt» (1 0 2mg) *JDA. MfclCTl 4^%$ 
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X H-NMR (CDC 1 3 , 5 0 0MHz) : 54. 04 (s, 3 H) , 4. 

05 (s, 3H), 6. 48 (d. J=4. 9Hz, 1 H) , 7. 22 (d, J 
= 8. 5Hz, 2H), 7. 41 (s, 1 H) , 7. 55 (s, 1 H) , 7. 7 

6 (d, J=8. 5Hz, 2H) , 7. 76 (d, J = 8. 6Hz, 2H) , 8. 
0 2 (d, J = 7. 9Hz, 2H) , 8. 13 (br s, 1 H) , 8. 4 9 (d, 
J=5. 5Hz, 1H) 

K*£*Nt (FD-MS, m/z) :4 68 (M + ) 

3U&0J8 8 

N- {4 - C (6, l- ! Jt b*i/-4-*J *±±} 7x-;M - 
(4-'>^D^i/^7x~;[/) ^k£±jj K (1 5 8) 

6. 7-i?y h*s/-4- (4-7i;7x; + i/) *;y> (52mg) t 

mfl5 n D D 0 4-i/^D^+^;l^m§i? (10 9mg) £N. N- v/^l/^A 
7i K (3ml) \z®Wltz'&^ l (3' _ o>v ^;U7 $ y ^ a 

w */uiKs;-f =• Ktntt (i 1 o mg ) m*., smicti Ammifz 

6 4J6T»fc 0 

* H-NMR (CDClg, 5 0 0MHz) :<51. 25-1. 86 (m, 
10H), 2. 55 (m, 1H), 4. 01 (s, 3H), 4. 03 (s, 3H) 
. 6. 46 (d, J = 5. 5Hz, 1 H) , 7. 16 (d, J=8. 5Hz, 2 
H) , 7. 2 7 (d, J = 7. 9Hz, 2 H) , 7. 3 9 (s. 1 H) , 
7. 55 (s, 1H), 7. 75 (d, J = 9. 2Hz, 2 H) , 7. 83 (d, 
J=8. 6Hz, 2H), 8. 46 (d, J=5. 5Hz, 1 H) 
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M£#rtt (FD-MS, m/z) :482 (M + ) 

N- {3- [ (6, h*»>-4-*y 7^- ,i) - 

(4-t-^7x-;l/) a;b;K*-tK K CI 5 9) 

6. 7-^ h*i/-4- (3-7^7x7 + ^) ij> (54mg) £ 
mH5.S04- t-7?j\,£M&& (102mg) £N, N-yVWW; 
K (3ml) izmmit^ l-x5 L ;U-3- (3* -^f^7^y D t^) 

jjjuxvj i (i o 6m g ) zm?L s mfetzstij®mftitz'^ mm 
m i tmrnmrnzz^rmuL mm®4k&to£2 9m g , ©^3 5%t?» 

* H-NMR (CDC 1 3 , 5 0 0MHz) : <U. 34 (s, 9H), 
4. 01 (s, 3H), 4. 04 (s, 3H), 6. 55 (d. J=4. 9Hz, 
1H), 6. 97 (d, J = 7. 3Hz, 1 H) . 7. 29-7. 68 (m, 7 
H). 7. 85 (d, J = 7. 9Hz, 2H) . 8. 48 (d, J=4. 9Hz, 
1H) , 8. 59 (br s, 1 H) 

(FD-MS, m/z) :4 5 6 (M + ) 

H»J9 0 

N- {3- TC 6, 7-^y h*i»-4-*;>)j\,) £*} 7z-;bl - (a 
- t -y^;U7xx^) K (1 6 0) 

6, h*<>-4- (3-7U7i-W) >J> (62mg) 

irfJ|S 0 D D(D4-t-7f-^m#iJ Q09mg) £N, N- *;M->;i,A7 
* K (3ml) icSHLfc^ l-x^;l/-3- (3' -^W;;^Dt c 
A) * mm (1 1 2m g) *Jd*s »BfcT2 5*mu*Lfcfe 
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1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 3 1 (s, 9H) , 4. 
00 (s. 3H), 4. 01 (s, 3H), 6. 83 (d. J=4. 9Hz, 1 
H) , 7. 2 0-7. 9 9 (m, 9H) , 8. 0 6 (m. 1 H) , 8. 3 9 (d. 
J=4. 9Hz, 1H) , 8. 60 (brs, 1 H) 
MbWftt (FD-MS, m/z) :4 72 (M + ) 

0Ufe#191 

N- (4- [ (6, 7-i^y h*>>-4-^y iyO 7x-;b} - U 
z2±JkZ±E^) aM±L§ K (16 1) 

6, 7-->V h^>- 4 - U-TiJ73.J* : s) *J y> (62mg) 4 
ftfo&®4-7'1-)l,£mm (104mg) £N, N - it/ *;b*;Ui>7 S K 
(3ml) fcigtfLfcfc. l-x^;i/-3- (3" - vV ^;U7 i /tTo t';U) 
= KJg&Jg (1 1 7mg) *Jd;U Sffl^T2 l*W»Lfcifc N H 
»«5 1tRiai©Jif|?KJ:,TfiaiU SM©ft£fe[£2 lmg N W2 2%T- 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 0. 94 (t, J =7. 3H 
z. 3H) , 1. 3 8 (m. 2H) , 1. 6 3 (m, 2H) , 2. 6 9 (t, J 
= 7. 9Hz, 2H), 4. 03 (s, 3H) , 4. 05 (s, 3H) , 
6. 72 (d. J=4. 9Hz, 1H) , 7. 30 (d. J = 7. 9Hz, 2H) 
• 7. 39 (s. 1H). 7. 42 (s. 1 H) . 7. 57 (d, J=8. 5H 
z, 2H) , 7. 7 8 (d. J =8. 5 Hz, 2H) . 7. 8 1 (d, J = 7. 
9 Hz, 2H) , 8. 0 8 (s, 1 H) , 8, 4 2 (d. J =5, 5 Hz, 1 H) 
MfcMfrtt (FD-MS. m/z) :4 7 2 (M + ) 
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XJMD9 2 

N- {4- [(6, h*->-4-*/ 'J;lQ **;/3 7x-M - 

N / - (4->Wt7x-;b) 7 1/7 (16 3) 

6, h + ->-4- (4-7^7xy + -» *J U> (5 3mg) £ 

h;Ux> (3ml) iztaimmLiz^ 4-^fW7x-;Kvm- h 
(0. 2ml)*jD^ N 8fiffihQ®Mfaliz 0 VT&lTgfzmikZimu b& 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 62. 4 4 (s, 3 H) , 
3. 9 4 (s. 3H) , 3. 9 5 (s, 3H) . 6. 4 4 (d, J =4. 9 Hz, 
1H), 7. 19 (d, J = 9. 2Hz, 2H), 7. 23 (d, J=8. 5H 
2. 2H) . 7. 38 (s. 1H) . 7. 44 (d, J = 9. 2Hz. 2 H) , 
7. 52 (s, 1H), 7. 58 (d, J = 8. 6Hz, 2 H) , 8. 46 (d. 
J = 4. 9Hz, 1H), 8. 70 (s, 1 H) , 8. 79 (s, 1 H) 
M£$fll (FD-MS, m/z) :46 1 (M + ) 

N- (Ll^jl±i^kjiE±Z^£^ ~ N ' - (4- C (6, h 
*->-4-*yj;l/) 7x-;b) (16 4) 

6, 7->M h^->-4- (4-7Sy7*y*iO *y »J> (5 3mg) £ 
h^x> (5ml) icin*Wg«?Lrt:8U 3-ih + ->*M-;l/7x-;Kvi/ 
(2 8 4mg) £Jd*_, 1 ^rBffitallMH* L fc 0 84*^dd*W7 

do/1) T?aH"rs'>y*y;u*5A^o-7h/7 7-f-Kio»»! 

In £g©{t&J8j£ 1 8 m g > JR^ 2 0 %T*'&iz 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 1. 3 8 (m, 3H) , 
3. 9 8 (s, 3H) , 4. 0 5 (s, 3H) , 4. 3 5 (m, 2H) , 6. 4 
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5 (d, J=5. 5Hz, 1H), 7. 12 (d, J=9. 2Hz, 2H), 
7. 40 (s, 1H). 7. 47 (d. J = 9. 2Hz, 2H) , 7. 4 7 (d. 
J = 8. 6Hz, 2H), 7. 58 (s, 1 H) , 7. 96 (d, J = 9. 2H 
z, 2H) , 8. 0 5 (s, 1H) , 8. 1 7 (s, 1H) , 8. 4 7 (d, J 
= 5. 5 Hz, 1H). 
Ii5}t)Ti(FD-MS, m/z) :4 8 7 (M + ) 

N- (4-^DP7x^) - N' - {4- [ (6, 7-i?y h*->-4-* 

7x_;l} (16 5) 

6, 7-i^y h + ^-4- (4-7i;7x; + -» */'J> (52mg) £ 
h^x> (5ml) \zWmMLtz^ 4-rDD7x^KVy7^-h 
(0. 2ml) ltifffitiam&MltZo Vr&lTZtz&fkZMWU b>l> 

i>«t 5 : i IU Oii©^^ 4 3 m g v ®5 5 %m o 

1 H-NMR (DMSO-d 6 , 5 0 0MHz) : 6 3. 9 4. (s, 3 H) , 
3. 9 5 (s, 3H) , 6. 4 4 (d, J = 5. 5 Hz, 1 H) , 7. 2 0 (d, 
J =9. 2 Hz, 2H), 7. 3 2 (d, J =8. 5 Hz, 2 H) , 7. 3 8 
(s, 1H), 7. 49 (d. J=9. 2Hz, 2 H) , 7. 51 (s, 1 H) , 
7. 58 (d, J=9. 2Hz, 2H), 8. 4 6 (d, J = 4. 9Hz, 1 H) 
, 8. 83 (b r s, 1 H) , 8. 8 3 (b r s, 1 H) 
®fi##Hii (FD-MS, m/z) : 4 4 9 (M+) , 45 1 (M + + 2) 

fl»J9 5 

N- (2--fV7'ob^7x-^ -N' - {4- [ (6. 7-?y K*»>- 
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6, 7-v> h4i/_4_ (4-7U7x; + >» +yj> C4 4mg) £ 
h^x> (5ml) icJaMPL^ 2-^vyDt^7i^Kyy7^- 
h CO". 2ml) Z1jq^ 8 Oftmtiammitzo ^^DDt>W7th 

> (i o/i) Tmmtzi/v*>fjii]7j±?v'?by : 77< -iz&i)%ti$ii s 

! H-NMR (CDC 1 3 , 5 0 0MHz) : <5 1. 21 (m, 6H) , 
3. 21 (m, 1H), 4. 04 (s. 3H). 4. 04 (s, 3H) , 
6. 4 2 (m, 1H) , 6. 6 3 (m, 1 H) , 7. 0 9-7. 5 5 (m, 11 
H) , 8. 4 6 (m, 1H) 
9M&Vm (FD-MS, m/z) :45 7 (M + ) 

£[»J9 6 

N- {4- [ (6> l_z21 \±J^Z±Z±l 1 1M t±±2 y*-M - 
N' -7x_;^ U7 (16 7) 

6, h*i/_4_ (4-7;;7xy + '» *yj> (51mg) £ 

h>l^> (5ml) <C7jn^»L^ 7xz;KV>7^- h (0. 2ml) 
£3d;Ln 5 0£raJn8&S«ELfc o BBlE£?Dn*;l>A/7-fe h > (10/1) T 

seat ^ •> >j # 5A^o-7h/7 7-f-jwj;i}fiitiiu aao-ffc^tt* 

2 1mg,iK$4 1%Tlt 

* H-NMR (CDC 1 g , 5 0 0MHz) : 5 4. 0 4 (s , 3 H) , 
4. 0 4 (s, 3H) , 6. 6 1 Cm. 1 H) , 7. 0 5 (m, 1 H) , 7. 3 
6-7. 44 (m, 10H) , 7. 99 (s, 1 H) ', 8. 31 (s, 1 H) , 
8. 3 6 (m, 1H) 
KSaUftt (FD-MS, m/z) :43 1 (M + ) 
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HWJ9 7 

N— {4 - [ (6, J_z££ h*:>-4-*/ 'J;lQ *±Q 7x£JU} - 
N' - (2--hP7x-;U) frU7 (168) 

6, h*i/-4- (4-7;;7x; + ^) */ »J> (83mg) £ 

h;Ux> (8ml) KjDlftigJBLfcgU 4-^hD7x-;Kvm-h (3 
7 0mg) £Jd^ 4 0^HJDM««EL.^e #mLTtfc*SJ|*»»U h;Ux 
>Tifc#t 5 d i «fc t) 5 8 m g , JR$ 4 5 %-?*|fc e 

1 H-NMR (DMSO-d 6 , 5 0 0MHz) : <5 3. 9 4 (s, 3H) . 
3. 9 5 (s, 3H) , 6. 4 6 (d, J =5. 5 Hz, 1 H) , 7. 2 2 (m. 
1H) ; 7. 2 3 (d, J = 9. 2Hz, 2H) . 7. 3 8 (s, 1 H) , 7. 
51 (s, 1H), 7. 62 (d, J=9. 2Hz, 2H). 7. 71 (m, 1 
H) , 8. 11 (m, 1H) , 8. 3 1 (m, 1 H) , 8. 4 6 (d, J =5, 
5Hz, 1H), 9. 62 (s. 1H), 9. 96 (s, 1 H) 
M£tfrft (FD-MS, m/z) :4 6 0 (M + ) 

HWJ9 8 

N- (2-7 U7^jb) -N' - {4- [ (6, 7-v?y h*y/-4-* 

/'J;u) 7x-;H ftug (16 9) 

N- {4 - [ (6, 7-v> r*->-4-*/ >J;l/) **•>] 7i^} - 
N ' ~ (2--hD7x-^) OUT (4 2mg) £N, N - i?y 1*7 
i K/lffl|xf-;U (12ml /6ml ) fcgJBU 2 Q <5 v?S 
* (7 Omg) *Jd*n **SHftTaaCT3«rl!WB^Lfco RJ6»*-b5>f 

Lt^o fcffT?§l«®£U %M®4t&%}£ 3 9m g, JR^l 0 0%THfc e 
H — NMR (DMSO-d 6 , 5 0 0MHz) : «5 3. 9 4 (s, 3 H) , 
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3. 95 (s, 3H) , 4. 77 (b r s, 2H) , 6. 44 (d, J = 5. 5 
Hz, 1H) , 6. 5 8 (m, 1 H) . 6. 7 5 (m. 1H) , 6. 8 5 (m, 
1H) , 7. 1 8 (d, J =8. 5Hz, 2H) , 7. 3 4 (m, 1 H) , 

7. 38 (s, 1H), 7. 52 (s, 1H), 7. 58 (d, J=9. 2Hz, 
2H), 8. 29 (s, 1H), 8. 46 (d, J = 4. 9Hz, 1 H) , 

8. 92 (s, 1H) 

MMfim (FD-MS, m/z) :4 3 0 (M + ) 

JWJ9 9 

N- {4- f ( 6, h^y-4-^/'J;l.) ^->1 7x^1 - 

N ' ~ (3--hD7x-;b) (17 0) 

6, h*is-4 - (4-7;;7x; + y) 'J > (8 3mg) £ 

bJlJL> (6ml) izljammitz^ 3--bn7x.-jlJvis 7 *—b 
(3 8 4mg) ^-Jn^ 4 0»,«2|Lfc o gtg 
(1 0/1) THiatSv'J^^u^^A^Dv -ick^ijf^U ^ 

eo^»4 4mg s W3 4%T^y-c 0 

^ H-NMR (DMSO-dg , 5 0 0MHz) : 6 3. 9 9 (s, 3 H) , 
4. 0 4 (s. 3H) , 6. 4 3 (d. J = 4. 9Hz. 1 H) , 7. 1 0 (d, 
J=9. 2Hz, 2H), 7. 38 (m, 2 H) , 7. 47 (d, J=8. 6H 
z - 2H) , 7. 5 7 (s, 1H) , 7. 8 1 (m, 2H) , 8. 19 (s, 1 
H) . 8. 31 (s, 1H) , 8. 4 6 (d, J = 4. 9 Hz, 1 H) . 8. 5 
9 (s, 1H) 

!ta##Ht (FD-MS, m/z) :4 6 0 (M + ) 
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N- {4- [ (6, t±}^z±z±Z 2A> £±Sd - 

N' -ttf-Jl^UT (17 1) 

6, b*is-4 - (4 -7; J 7i7 + y) *y »J > (5 lmg) £ 

h;Ux> (5ml) IcjD^ISt/:^ #:7 v h (0. 2ml) 

£jn^ 2Btr B m^rti^o ss^^o^/7th> (i o/i) -eg 

mg N JR$4 1 %Ti#fc 0 

1 H-NMR (CDClg . 5 0 0MHz) : 5 0. 87 (m, 3 H) , 1. 
2 6-1. 3 0 (m, 10H) , 1. 5 3 (m, 2H) , 3. 2 7 (m, 2H) , 
4. 03 (s, 3H), 4. 03 (s, 3H). 5. 04 (m, 1 H) , 6. 4 

4 (d, J-5. 5Hz, 1H), 6. 97 (s, 1 H) , 7. 10 (d, J = 
8. 6 Hz, 2H) , 7. 4 1 (s, 1 H) , 7.4 2 (d, J =8. 6 Hz, 
2H) , 7. 5 5 (s, 1H) , 8. 4 6 (d. J =4. 9 Hz, 1 H) 

$t&£Vr$L (FD-MS, m/z) :45 1 (M + ) 

mm 1 0 1 

N- (3-7;;7x-;l/) -N' - {4- [ (6, l- : Ji h*«>-4-4- 
JV)V) *±U} 7x-Jl/) gj/7 (17 2) 

N- {4- [ (6. 7-v>V h*S/-4-*y D;U) 7ii;H - 

N' - (3--hn7x-;l/) «7P7 (2 8mg) £N, N - ^;U*;bA7 

5 K/Bffitif-A- (5ml/2. 5ml)lcSg?U 2 0K*BHb<5 5>"7A- 
^ (9 7mg) fcjnx.* 7K*»ffl»TMfcT3«rBBffl»Lfco R£tt*« 
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H-NMR (CDClg , 5 0 0MHz) : 64. 0 2 (s, 3 H) , 
4. 0 3 (s, 3H) , 6. 4 1 (m, 1 H) , 6. 4 1 (d, J = 5. 5 Hz, 
1H) , 6. 6 1 (m, 1H) , 6. 9 0 (s, 1 H) , 7. 0 5 Cm, 1 H) , 
7. 09 (d. J-8. 5Hz, 2H), 7. 40 (s. 1 H) , 7. 43 (m, 
1H). 7. 47 (d, J-8. 5Hz, 2 H) , 7. 55 (s, 1 H) , 8. 
0 3 (s, 1H) , 8. 4 4 (d, J = 5. 5 Hz, 1 H) 
m&ftm (FD-MS. m/z) :4 3 0 (M + ) 

nmni 02 

N-7'Jjb- N' -{4-rC6, Y_±2—L=±JL 2*) *±id 

yj:-ji} »>U7 (173) 

6, 7->M Y*i/-A- (4-7^7i;>-» */•>> (50mg) * 
N, N-*/*A*;UA7$ K (5ml) K«WLfc^ 7UAH'V>7*-h 
(0. 2ml) «n* x 8 0rfi5*imnJIMa»Lfco KJt*fc**tDJL ft 
S?i^;bT-2lHlMifaLrc^^^^^7KT^L. «Mc«H- h 'J 
S&£U; 0 »flETi»lt*S4U n o*^A/7* h > (10/1) T 

6 lmg x |R$9 6%T*#fc 0 
^ H-NMR (CDC 1 3 , 5 0 0MHz) :<53. 9 0 (m, 2 H) . 

4. 03 (s, 3H), 4. 03 (s, 3H), 5. 12 (d, J-io. 4H 
z. 1H) , 5. 2 3 (d, J = 17. 7 Hz, 1 H) , 5. 6 2 (s, 1 H) . 

5. 88 (m, 1H), 6. 41 (d. J=4. 9Hz, 1 H) , 7. 08 (d. 
J=8. 5, 2H), 7. 39 (s, 1 H) , 7. 44 (d. J =8. 5Hz, 
2H) , 7. 5 4 (s. 1H) , 7. 7 5 (s, 1 H) , 8. 4 4 (d. J = 
5. 5Hz, 1H) 
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KS£0Hi (FD-MS, m/z) :3 7 9 (M + ) 

N- {4- [ (6, Tjz2A t±2zL±Z±Z l U£ 7x-Jb) - 

N' - g-j-yj-jl) vU7 (17 4) 

6, 7-^ h + ->-4- (4-7^7z; + -» *;>j> (50mg) ^ 
h;Uo-> (5ml) (Cja^j^L^ l-i-yf-JMVi/TZ-h (0. 2m 

i) s-in*., 2 0&mmsmitL O gg£*n 0*^/7* h> uo/n 

4 lmg. iR^5 2%T~mzo 

X H-NMR (DMSO-dg , 5 0 0MHz) : 5 3. 9 5 (s, 3H) , 
3. 95 (s, 3H), 6. 45 (d. J=5. 5Hz, 1H), 7. 21 (d. 
J = 9. 2Hz, 2H), 7. 38 (s, 1 H) , 7. 4 8-7. 6 5 (m. 7 
H) , 7. 9 2-8. 1 5 (m, 3H) , 8. 4 6 (d, J =4. 9 Hz, 1 H) 
. 8. 80 (s, 1H) , 9. 20 (s, 1 H) 

(FD-MS, m/z) :4 6 5 (M + ) 

HJfeflJ 10 4 

N- (2-b'7x-^) -N' - {4- [ (6, h*->-4-*7 'J 

^) »t->] 7x^) frUT (17 5) 

6, 7-^ ^«>-4- (4-7;;7x;^-» +>"J> (52mg) £ 
h^i> (5ml) iztiafmmitz.^ 2-e'7x-M7^7?>-h (0. 2 
ml) £Jd;U 3 OaRW&fi&lELfco Si*^nn*W7-b h> (10/ 

#l£5 6mg. JR^6 4%T^ 0 
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1 H-NMR (CDC lg , 5 0 0MHz) : 6 3. 9 7 (s, 3H) , 
4. 04 (s, 3H), 6. 35 (d, J=5. 5Hz, 1 H) , 6. 96 (s, 
1H), 7. 40 (d, J = 9. 2Hz, 2H), 7. 14-7. 39 (m, 
11H), 7. 54 (s. 1H), 7. 89 (b r s, 1 H) , 8. 08 (d. 
J=8. 6Hz, 1H), 8. 3.3 (d, J = 5. 5Hz, 1 H) 

M£flf£ (FD-MS, m/z) :491 (M + ) 

01*0110 5 

N- (4-xf-;U7x-;b) -N / - {4- [ (6, h^>-4-* 
yjJU) *±j/\ 7x-;b} »U7 (188) 

6, H^i>-4- (4-7U7x; + y) > (5 lmg) £ 

h^x> (5ml) lcjD«PL^> 4-if-^7x-;KVy7^-h 
(0. 2ml)^M N 9 0#rM&BffiLfco SS££* on*;l,A/7-fe h> 
(10/1) T?gBBt-5'>U*y^7A^o-7 h^77>f-^«kJ3^U $ 
H©ft£ft* 4 2 m JR^ 5 6 %T?ff fc 0 

* H -NMR (CDClg , 5 0 0MHz) : 5 1. 18 (m, 3 H) , 2. 
58 (m. 2H) , 3. 99 (s, 3H) , 4. 0 2 (s, 3H) , 6. 39 
(d, J = 5. 5Hz, 1H), 7. 0 7 (d, J=9. 2Hz, 2 H) , 7. 
11 (d, J = 7. 9Hz. 2H) , 7. 2 5 (d, J = 8. 5 Hz, 2 H) , 
7. '40. (s, 1H), 7. 42 (d, J=8. 5Hz, 2H) , 7. 55 (s, 
1H), 7. 60 (s, 1H), 7. 81 (s, 1 H) . 8. 43 (d, J =4. 
9Hz, 1H) 

®&£#HS (FD-MS. m/z) :44 3 (M + ) 
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H»J10 6 

N-^>yy;U- N ' _ {4- [ ( 6> 7->V^y-4^;i J;b )^ 

y] 7_x£jj 9U7 (18 9) 

6. 7-S» h*<>-4- (4-7J/7xy + -» *7 U> (5 2mg) £ 
(5ml) i:M^L«^>^Myy7^-|« (0. 2ml) 
£]&n;L> 5 O^HIJPjlMBaELfco il^^OD*^A/7th> (10/1) T* 
SHI* 5 •> 'J * y;i/7> A ? d v h if v 7 < - \z «fc «9 ft£ U mm<D4k&<&£ 
1 lmg N JR$1 5%T-^/Co 

1 H-NMR (CDC 1 3 , 500 MHz) : 5 4. 06 (s, 3H), 4. 

07 (s, 3H), 6. 49 (d, J=4. 9Hz. 1 H) , 7. 20 (d. J 
= 9. 2Hz, 2H), 7. 43 (s, 1 H) , 7. 54 (m, 2 H) , 7. 5 

8 (s, 1H) , 7. 6 5 (m, 1 H) , 7. 7 1 (d. J =9. 2 Hz, 2H) 
, 8. 04 (d, J=7. 9Hz, 2H), 8. 50 (d, J=5. 5Hz, 1 
H) . 9. 53 (s, 1H) , 11. 04 (s, 1 H) 

WMfttiftiH (FD-MS, m/z) :4 4 3 (M + ) 

^60110 7 

N-x^y^;^-N' - {4- [(6, 7-v?y h*->-4-*7 'J 
Jl) t^y] 7x-;b} 31/7(19 0) 

6, 7-v^ h^>- 4 - (4-7i;7x; + » +y y> (5 2mg) £ 
h;l^> (5ml) lcjD&igfi?L;fc8U x^->^w:-MVy7^-F 
(0. 2ml) ^Jd^ 1 5^JDShSSELfco 8S£*OD*;UA/7Hr h> 

(1 0/1) TJ«t**>U*y;b*7A^n-7h^57-f-fcJ;*)ai8jU « 
®®ft&#£2 0mgs iK«8%-e*ffc« 

1 H-NMR (CDCL, 500 MHz) : SI. 37 (t, J =7. 3H 



WO 97/17329 PCT/JP96/03229 

109 

z, 3H) , 4. 10 (s. 3H) , 4. 1 7 (s. 3H) . 4. 3 1 (q, J 
= 7. 3Hz, 2H), 6. 70 (d, J = 6. 1Hz, 1 H) , 7. 20 (d, 
J =8. 6 Hz. 2H) , 7. 6 4 (s, 1 H) , 7. 7 2 (d, J =9. 2H 
z, 2H), 8. 12 (s, 1H), 8. 50 (d, J=6. 7Hz, 1 H) , 
1 0. 08 (s, 1H) 
SAftM (FD-MS, m/z) :411 (M + ) 

nmm iob 

N- (4- [(6, 7-^>^i/-4-^iJ^)i4-» 7x-M - 
N' - (2-y^;l7x-;U) (56) 

6. 7-5M h + ^-4- (4-75y7*y*'»*yj>(51mg)4 
hJUx> (5ml) KJiflHiJ&jglfc^ 2-/f-;U7x-;U-<v>7*- h 
(0. 2ml)a^ 1 5^iattDW*Lfco M*^oo^A/7-bh> 
(1 0/1) T-gHlt*->'J*y;l/*7A^Dvh^77-f-iiJ;t)»i!!U * 
@©ft&$|£6 lmg N ]R$8 2%Ti#fc 0 

1 H-NMR (CDClg. 5 0 0MHz) :<52. 2 0 (s, 3H) , 4. 
00 (s, 3H), 4. 03 (s, 3H), 4. 31 (q. J=7. 3Hz, 
2H) . 6. 4 0 (d, J = 5. 5Hz, 1 H) , 7. 0 5-7. 2 0 (m, 6 
H), 7. 39 (s, 1H). 7. 42 (d. J=8. 5Hz, 2H). 7. 5 
5 (s, 1H) , 7. 6 0 (d, J = 7. 9 Hz, 2H) , 7. 8 0 (s, 1 H) 
, 8. 45 (d. J = 5. 5Hz, 1 H) 
SMbMMt (FD-MS, m/z) :42 9 (M + ) 
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zsmi o 9 

n- {4- [ (6, h*->-4-*y *±y] 7i-^) - 

N' - (3-^5 L ^7x-;U) frl/7 (5 5) 
6, 7-v?y N + (4-7i;7x; + -» U> (51mg) £ 

(5ml) Kjin&T&jgL^ 3-y^;b7x-;^vi/T*- h 
(0. 2ml) ^Ja^> 1 5 ftffltiamMfa I /c c g££ ? n n.*;UA/7-fe h > 
(1 0/1) T-Jg^ta>"J*y J 'U^7A^p-7h^^7^-(cJ;t)*||S!L> ^ 
4 1 m g N JK^ 5 6 %Z~mtz 0 
H -NMR (CDClg , 5 0 0MHz) : 6 2. 3 2 (s. 3H) , 
4. 02 (s, 3H), 4. 04 (s, 3 H) , 6. 43 (d, J = 5. 5Hz, 
1H) , 6. 93 (d, J=7. 3Hz, 1 H) , 7. 10-7. 22 (m, 6 
H) , 7. 41 (s, 1H) , 7. 4 4-7. 4 7 (m. 3H) , 7. 5 6 (s, 
1H) , 8. 4 6 (d. J =5. 5 Hz, 1 H) 
'HL&fttirM (FD-MS. m/z) -.4 2 9 (M + ) . 

mmm no 

N- (2-7;M-o7x-;lQ -N' - {4- [ (6, 7-5? y h*->-4- 
^/JMO *±i/} 7x-i} frU7 (6 0) 
6, 7-?y h*i/-4- (4-7U7x;*i/) +7'J> (5 lmg) £ 
(5ml) (cJn^^L^^ 2-7;l/:to7x-;t^y ^7*- h 

(o. 2mi) zm*.^ 1 5ftmmm&Mifz 0 ss^^DD^W7t k> 

(1 0/1) T'Jg^tS>"J^y;U^5A^DTh^57^-li e fctiJ( ! IS!U * 
S©{b&$l£ 5 4 m g N JR* 7 3 KTfcfco 

* H — NMR (CDC 1 g , 5 0 0MHz) : 6 4. 01 (s, 3 H) , 
4. 04 (s, 3H), 6. 44 (d, J = 5. 5Hz, 1 H) . 6. 9 7- 
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7. 04 (m. 2H), 7. 10-7. 12 (m. 3H), 7. 42 (s, 1 H) 
,7. 4 9 (d. J =9. 2 Hz, 2H) , 7. 5 7 (s, 1 H) , 7. 7 3 

(s, 1H) , 8. 17 (m, 1H) , 8. 3 5 (s, 1 H) , 8. 4 8 (d, 
J = 5. 5Hz, 1H) 

Rt£*ftt (FD-MS. m/z) :4 3 3 (M + ) 

mtfUlll 

N- (4- [(6, Y*i'-A-*;V)V) *±i£ 7 - 

N' -7pfc:°;UfrU7 (19 4) 

6, 7-v^y h + v-4- (4-7;;7xy + y) *>"J> (5 4mg) £ 
N, N-^f^tW; K (3ml) fc*«?LfcflU ^of;Wv-/7^ 
-MO. 2ml) *Jn*. % 8 0^T2 4^I^JWI#Lfco SJSftC*^Jn^ 

T?te»Lfc 0 &ETMt£®£U gg£?DD*^A/7-lr h> (10/1) 

5 9mg N JR$8 4'96T^fc 0 

H — NMR (CDC 1 3 , 5 0 0MHz) : 5 0. 9 3 (m, 3H) , 
1. 5 5 (m. 2H), 3. 2 4 (m, 2H), 4. 0 2 (s, 3H), 
4. 0 2 (s, 3H) , 5. 4 7 (t, J = 5. 5 Hz. 1 H) , 6. 4 1 (d, 
J=4. 9Hz, 1H), 7. 08 (d, J=8. 5Hz, 2 H) , 7. 39 

(s, 1H) , 7. 4 3 (d. J =9. 2Hz, 2H) , 7. 5 5 (s, 1 H) , 
7. 60 (brs, 1H) , 8. 4 4 (d, J = 5. 5 Hz, 1 H) 

RB»*MI (FD-MS, m/z) : 38 1 (M + ) 
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HWJ112 

N- {4- [ (6, 7-?> h*»>-4-*7 'J Jl) ;t*->3 7x_;U} - 
N' - U-7 9U7 (195) 

6, 7-v?y h*>>-4- (4-7; 77 i ; + y) +7 'J > (5 4mg) £ 
h^x> (5ml) lc!@3§U h'J7tXf> (53mg) £}jn>U 2 
jt&Ifltlfco 5lS»:4-7^ / ^ 1 /7iy> (8 5mg) £Jn;U INfFb^D 

&£g£U glSt^ao^UA/J-fe h> (10/1) TJg&gt* U 77^1, 
777A^o-7h^77>f-lz e }:fpf|^L. Se^b^^l 9mg s iR^21% 

1 H-NMR (CDClg, 5 0 0MHz) :<54. 01 (s, 3H), 

4. 0 4 (s, 3H) , 6. 4 4 (d, J =4. 9 Hz, 1 H) , 7. 1 2 (d, 
J=9. 2Hz, 2H), 7. 41 (s, 1 H) , 7. 46-7. 80 (m, 
12H), 8. 14 (s, 1H), 8. 30 (s. 1 H) . 8. 47 (d. J = 

5. 5Hz, 1H) 

nmmm (fd-ms, m/z) =519 cm + ) 

l£»J113 

N-^j/jb-N / - {4- [ (6, 7-v^ Y*<s-4-*J 'J;IQ 
7*-Jl) 71/7 (1 9 6) 

6, 7 -it/ h + v-4- (4-7;;7x; + y) *J >J > (52mg) ^ 
N, N--;^;U7*;UA7S K (3ml) ^+i/;U>f 
-h (0. 2ml) £Jn;Ls 6 0CT15iMnllMI#Lfco S«ttlc**Jnix 
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-cimitzo WEtumia^u ^^dd*m/7Hz h> a o/d 

6 3mg N JR^8 4%T-'#^ 0 . 

X H-NMR (CDC 1 3 . 5 0 0MHz) : dO. 8 5 (m, 3H) , 
1. 2.5-1. 4 7 (m. 6H) , 1. 5 0 (ra, 2H) , 3. 2 6 (q, d = 
6. 7Hz, 2H) , 4. 02 (s. 3H) , 4. 02 (s, 3H) , 5. 68 
(brs, 1H), 6. 40 (d, J = 5. 5Hz, 1 H) , 7. 07 (d, J 
= 9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 44 (d, J=9. 2Hz, 

2H) , 7. 5 5 (s, 1H) , 7. 9 4 (s, 1H) , 8. 4 3 (d. J =4. 
9Hz, 1H) 

KM&tim (F f D-MS, m/z) :4 2 3 (M + ) 

mmmi 1 4 

N- (5-^ >^-;l) — N' - {4- [ (6, h*->-4-*y U 

^) 7x-M frU7 (1 97) 

6, 7-^y h*^-4- (4-7;;7xy + i/) *y >J> (51mg) £ 
h^x;/ (5ml) i:§SU hU7*X>r> (5 4mg) ^Jn^> 1 2^IBttD 
*MB*Lfc p m&mz4-7i;jy?> (36mg) £JD*. N 3 6&RfinM 

s*u m&ztou*)\,h/7*\>y (io/i) T»mmhi/vt>f)ii]? 

H-NMR (CDC l g , 5 0 0MHz) : <5 2. 0 4 (m, 2H) , 
2. 8 2-2. 8 6 (m, 4H) , 4. 01 (s, 3 H) . 4. 03 (s, 3H) 
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. 6. 4 0 (d, J =5. 5Hz, 1H) , 7. 0 3 (m, 1 H) , 7. 0 8 
(d, J = 8. 5Hz, 2H), 7. 13 (m, 1 H) , 7. 32 (s, 1 H) , 
7. 4 0-7. 5 7 (m. 6H), 8. 44 (d, J =4. 9Hz, 1 H) 
!§fft##Hit (FD-MS, m/z) :4 5 5 (M + ) 

N- (3, 4--y/ h^->"7x-;U) -N' - {4- [ (6, b*i/ 
-A-*J *±j£ 7x,;H fruy (1 9 8) 

3. 4-yV h + > (4 2mg) £ h;bx> (5m 1) ic?§ft?L. h 

(24mg) £/jp;L N 22#F«^fcI^L*: 0 7-^y 
h + ->-4- (4-7;;7x^y) *,/ V > (5 1 m g) (5 2 m g) £fln 

^.x 1 8^F^nMoiML/co s^^^Tk^^- h u t^mmtm^ mt*- 

Uz 0 ^cET^^iU ^^nD;h;l/A/7-ir h> (10/1) 

gxJK$18%TH/io 

X H-NMR (CDClg , 5 0 0MHz) : 6 3. 8 4 (s, 3H) , 
3. 85 (s, 3H) , 4. 01 (s, 3H) , 4. 0 4 (s, 3H) , 

6. 43 (d. J=4. 9Hz, 1 H) , 6. 7 5-6. 8 0 (m, 2H), 

7. 1 0 (d, J =9. 2 Hz, 2H) , 7. 1 6 (s, 1 H) . 7. 3 8 (s, 

1H) . 7. 41 (s, 1H) , 7. 45 (d, J=8. 5H 2 , 2H) , 7. 

5 6 (s, 1H) , 7. 5 9 (s, 1 H) , 8. 4 6 (d. J =4. 9 Hz, 1 
H) 

(FD-MS, m/z) :4 7 5 (M + ) 
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N- (3, 4-xfi/>^->7x^) -N / - {4- [(6, 7-v>V 
r*S/-4-4-yj;lQ *±±1 Z*i=M 3U7(19 9) 

3, 4-xf-i/>^^^ 7 jig> (80mg) £h;Ux> (5ml) icjgfc? 
U HJx^7=>(o. 5ml) "*Jnifc!fe h U (5 Omg) £fln 

^ ll^lBftrtMWILfco Si6ttlw6. 7-i^ Y*v-A- (4-7^y7 x 

y+» > (5 2m g ) tin*.* i o oanMi&axLfco K&mizm 
-emu mom+bvvM.'&mitio wErimzszu si^^oo 

*;bA/7-i?h> (10/1) Tgg§t5i"J*y;b*'7A^D-7h^7-f- 
«k 0 ffiSg U SfOftm 6 2 m g. JKm 7 4 %Tif *: 0 
H -NMR (DMSO-dg , 5 0 0MHz) : <5 3. 9 4 (s, 3 H) , 

3. 94 (s, 3H), 4. 19-4. 2 1 (m. 4 H) , 6. 4 3 (d. J = 

4. 9Hz, 1H) , 6. 7 4-6. 7 8 (m, 2H) , 7. 0 9 (s, 1 H) , 
7. 1 7 (d, J = 9. 2 Hz. 2H) . 7. 3 7 (s, 1 H) , 7. 5 1 (s, 
1H), 7. 56 (d, J=8. 5Hz, 2 H) , 8. 4 5 (d, J=4. 9H 
z. 1H), 8, 47 (s, 1H) , 8. 69 (s, 1 H) 

MfcMFrfi (FD-MS, m/z) :4 7 3 (M + ) 

IWJ117 

N-^;b-N- {4- [ (6, 7-v^ Y*^-4-*J UJOQ 7 
xxju} -N' - (4-^ ^'>7x^) »t/7 (2 0 0) 

ftTWKO. 27ml) (0. 1 3m 1 ) «n>U 6 0 < CT2l«Bfc 

mmitz 0 SMl:fh7tKD77> (8ml) lcjgg?l£6, 
**>-4- (4-7;;7 i ;*i/) *y »j> (3 0 3mg)'*fc^ m&KT 
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ET»J**«4U SS*^op^;UA/7-bh> (1 0/1) T-g&§t£->»; 
*y;I/*7A^n-rh^7-f-lcJ;»)liliaU 6. 7-i>7h + y-4 - (4 

CO 6, 7-vV h + C4-*;U5^7 5 / 7i7 + '» +«/ y > 

(3 17mg) $fK7kKD77> (9ml) IwjgtfU **<fc7^$-«>A 
Uf-SA (18 1mg) *Jn;L "MICT 2 Lfco £J£»fc*flS7 

-feh> (1 0/1) T'Jg^-r^v'J^y^777A^p-7 h^7-f -iiJ^ft^ 
U 6, 7-S^ h + (4->Wi/'7x; + V) *y >J >£2 3 

9mgf/: 0 

CO 6, 7-yy h + ^-4- U-tl-kTi J 7±;*is) *J ij > (4 
9mg) £h;baL> (5ml) CinaMW* L fcflU 4 Ky7x^;WVy 
7*-h (0. 2ml) *Jd^. n 1.2^»^I^L^o ^^dd*W 
7* h> (1 0/1) TSgit5v"J*y;U*5A^n-7 h ?7 7 -f - in «k t> ffi 
SHU ^eo<b^3*4 7mgs JR$5 1%*e£fc 0 

1 H-NMR (CDC 1 g , 5 0 0MHz) : 6 3. 3 8 (s, 3H) , 
3. 77 (s, 3H), 4. 05 (s, 3H), 4. 06 (s. 3H), 

6. 14 (brs, 1H), 6. 59 (d, J=5. 5Hz. 1 H) , 6. 82 
(d, J=9. 2Hz, 2H), 7. 21 (d, J = 9. 2Hz, 2H), 

7. 29 (d, J=9. 2Hz, 2H), 7. 44 (d. J=8. 6Hz, 2 H) 
, 7. 4 5 (s, 1H) , 7. 5 2 (s, 1 H) . 8. 5 5 (d. J = 5. 5H 
z, 1H) 
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®ft#$JrM (FD-MS, m/z) : 4 5 9 (M + ) 

idsmi 8 

N-y^;U-N-7x-;b-N / - {4- [ (6, 7 - h^>- 4 -*7 
U;tQ <7tx7 (2 0 1) 

6, h*->-4- (4-7^7x; + y) *7 'J > (72mg) £ 

h;Ui> (7ml) iC!i@U M*X^> (52mg) ^ 3B#p H W&l 
^L/Co ^^lcN-y^7->;> (0. 0 5ml) £tjn;U lB#PM&I3?t 

±U &S£7DD*;i,A./7-fe h> (10/1) TigBat«->»J*y;b*5A 
? o v h ^ 7 7 >r -{c«t 0 U %m<D{t&®s£ 4 8 m g N JR$ 4 6 %T**§fc 0 

2 H-NMR (CDClg, 5 0 0MHz) : 5 3. 3 7 (s, 3 H) , 
4. 04 (s, 3H), 4. 04 (s, 3H) , 6. 32 (b r s, 1 H) , 
6. 41 (d, J=4. 9Hz, 1H), 7. 07 (d, J=9. 2Hz. 2H) 
. 7. 3 7-7. 5 3 (m. 8H) , 7. 5 4 (s, 1 H) , 8. 4 5 (d, J 
= 5. 5Hz, 1H) 

K*£$ft£ (FD-MS. m/z) :42 9 (M + ) 
MMWl 1 9 

N-y^;U-N- (4-y h4->7x-;lQ -N / zJJi±z2L Z U - 
[(6, 7-y ^f>-4-^/iJ^)tf>] 7x-^ frU7 (202) 

N- (4-7 h*<>7^;U) -N' - {4- [ (6, l-'J* h*S— 4- 
+ yU;b) 7*r.;H ^UT (99mg) £N, N-v^*;U*,kk7 

S K (3ml) IcjgftPU **{b^-hy 7A (42mg) £j!JD;i N m&KT2 0 
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£HJIi*Lfcft3 <7<tt*)\> (0. 0 3ml) £fln;L MflTF 1 B$8g«# L fc, 

$^^ooUA/7-t?F> (10/1) ■CgBBt5>"i*y^*7A^D7 h 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 2 3 (s, 3 H) , 

3. 24 (s, 3H). 3. 75 (s, 3H), 4. 05 (s, 3H), 

4. 0 6 (s, 3H) , 6. 2 7 (d. J =5. 5 Hz, 1 H) , 6. 6 9 (d, 
J=8. 5H2, 2H), 6. 81 (d. J = 9. 2Hz, 2 H) , 6. 89 
(d. J=9. 2Hz, 2H), 6. 91 (d, J=9. 2Hz, 2 H) , 7. 
42 (s, 1H), 7. 51 (s, 1H), 8. 53 (d, J=4. 9Hz, 1 
H) 

Kfi##NI (FD-MS, m/z) :4 7 3 (M + ) 

Hlfe0J12O (&*M) 

3, 4-^^aD7x^4-^ b4 :, >7j~^h> 

TfflRSO-hn/ $y (1 Om 1) $ N TfrgfoS©? -7- )l (1. 0 8 1 g) 
£OTd d o©3, 4-^/dd^^Md'JK(2. 0 9 5 g) irffKSO-f 
vx^t^Adll) h'J7;l/^"D^^>x;^^- h (6 2 0mg) £7jD;L> 

>/ft#x f - JlT-Mfflt 2> >"J * 7 A ? d •? h 7 7 -f - tz «fc 9 fft£[ u 
«B©^ft*2 7 0mg> iR$l 0%Trgfc o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 9 0 (s, 3H) . 
6. 9 8 (d, J = 9. 2 Hz, 2H) , 7. 5 6 (s, 1 H) . 7. 5 8 (d, 
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J = l. 8Hz, 1H), 7. 79 (d, J = 9. 2Hz, 2H), 7. 84 
(d, J = l. 8Hz, 1H) 

®fi:£#HI (FD-MS, m/z) :28 0 (M + ), 2 8 2 (M + + 2) 

0Ufe0] 1 2 1 (#%#J) 
3, 4-v^od7x-;1/ 4-b F'p4->7x-^ »h> 
^fe^Jl2 0T'#^3, 4-^DD7x-Jb 4-^ + y7x-^ >rh 
> (2 3 5mg) ^^DD^> (2ml) K&8¥U *#Tl. 0Mtfo> 
h'J^D^ K-^^dd^« (7ml) MS^2%^L^S 

1 7 3 m 7 7 %Ti#£ 0 

1 H-NMR (DMS O-dg , 5 0 0MHz) : 6 6. 9 1 (d, J = 
8. 5Hz, 2H). 7. 62 (dd. J-l. 8. 8. 6Hz, 1 H) . 
7. 68 (d. J=8. 5Hz. 2H), 7. 80 (d, J=7. 9Hz, 1 H) 
. 7. 85 (d, J = l. 8Hz, 1H), 10. 55 (s.'lH) 

MaMIHl (FD-MS, m/z) : 2 6 6 (M + ) , 2 6 8 (M + + 2) 

3)d6W12 2 

(4- [(6. 7-^F4->-4-^;'J^^4i/] 7xz;H Q, 4 
-^D07xq) jtjry > (17 7) 

7Jlo*>%MT^ nmmi 2 lTi§*:3, 4-^nn7x_;l 4-tKn 
4i/7x-;u -7-h> (15 4mg) £4->^;U7$ J t°»; (7 7mg) 
**5>l/> (5ml) +^A*iM+S»Lfco 3W»4-?n D -6, 7- 
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>; > (i 2 9mg) %na^ 2 itifmmmMUz 0 m.mi&m 

7*Y> (2/1) TW5I1'> , JJ7^^D7^77^ -K«£0*t!!!U 
%M<D4t&®}£ 8 1 m g N JR$3 1 %Tiifco 

* H -NMR (CD C 1 g , 5 0 0MHz) : 64. 0 3 (s, 3H) , 
4. 0 7 (s, 3H) , 6. 6 8 (d. J =5. 5 Hz, 1 H) , 7. 2 8 (d, 
1 = 8. 5 Hz. 2H) , 7. 4 6 (s, 1 H) , 7. 47 (s, 1 H) , 
7. 60 (d, 1=8. 5Hz. 1 H) , 7. 66 (dd. J = l. 8, 8. 6 
Hz, 1H), 7. 90 (d, 1=9. 2Hz, 2H), 7. 91 (d, 1 = 
1. 8Hz, 1H), 8. 60 (d, 1=4. 9Hz, 1 H) 
KikfttfrU (FD-MS, m/z) :4 5 3 (M + ) , 4 5 5 (M + + 2) 

W$m 1 2 3 (#%0J) 
4- (4-h Kp*-X>yy;lQ K>y^M;u 

1^12 2T1#*:4- h >J-n-7 , ^;b^>- 1 -i V * v i * J - )l 
(1. 2 82 g) irUKD a n 04-^7V<>y-r;U^D 'J K (4 9 7mg) 
DD *^ (5ml) tog#U mfl£o n D©k v x (MJ7i^X70) 
i^A (II) *n'J K (8mg) £A*U 1 1 ^Sn«ijS^LfCo Rfom.&%* 

^«it 0 mET®m%$;immm (8 5 9m g ) *x t kq7? 

> (2ml) * (5ml) £6Nigi&7K&& (1 2ml) £Jd;IT 

4B#p^Jra.%S^Lfc 0 Rf£21£$£S&fDi£fl;f- h 'J 9 ATk&fci * o o^UT 
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bIHMU »B©fl:&»£2 5 Omgs ©$3 7KT»fc 0 

^ H-NMR (DMSO-dg, 5 0 0MHz) : 6 6. 91 (d, J = 
9. 2Hz, 2H), 7. 67 (d, J = 8. 5Hz, 2H), 7. 80 (d, 
J = 7. 9Hz, 2H), 8. 01 (d, J = 8. 6Hz, 2H), 10. 57 
(s, 1H) 

gfi##rfiS (FD-MS, m/z) :2 2 3 (M + ) 
£Jfe0J12 4 

4- {4- [ (6, 7-vy h*->-4-*y 'J AO ^-^^] ^>W;U} K 
>y^ h ij^ ((17 8) 

7Ao*>gtfjffF. Mi£#Jl 2 3T*#fc4- (4-fc Ko + ^Oy^;U) 
V-h'JA (2 3 0mg) t4-i>t*)l7iJ f<> (13 8mg) 
L^> (5ml) 4^A*lM&4»«#l£ 0 1^114-^00-6, 7-v>V h 

>; > (2 3 Omg) £jn;u 2 o^Jn^^L^o SfL^^fiafo 

sa&s Miztua^bA/im^Ji' (5/i) x-m.mmmi'V-h'fb'ru 

■7 h ? 7 7 ^ - £ £ 0 *|g¥ U 199mg. iR$47 %-e*§)t 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 3 (s. 3H) , 

4. 06 (s, 3H) , 6. 68 (d, J = 5. 5Hz. 1 H) , 7. 2 9 (d, 

J=8. 5Hz, 2H), 7. 45 (s, 1 H) , 7. '46 (s, 1 H) , 

7. 82 (d, J-7. 9Hz, 2H), 7. 90 (d, J=8. 6Hz, 2 H) 

. 7. 9 1 (d, J=8. 5Hz, 2H), 8. 60 (d. J = 5. 5Hz, 1 
H) 
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K£##tM (FD-MS, m/z) :4 10 (M + ) 
^»J12 5 (#%#!) 

TfTSgn^O- h o y * > (1 0ml) ^ fijW.&®7-V-)U (1. 0 8 1 g) 
iOTn a D©2-y^;K>y^;^D'; K (1. 5 4 6g) ±ffiRS©-f y 
t'9A(Ill) h'j7;^D^>xW-h (6 2 0mg)^M, 60 e C(c 

6 7 9-g* JR*7 49ra»fc 0 
M##r<I (FD-MS, m/z) :2 2 6 (M + ) 

£»0!12 6 (#%#|) 

4-b Kp^->7x-;1/ 2-yf;l/7x-;l/ yh> 

^Jfeflll 2 5T^4-y h + i/7x-;U 2-y^;U7x^;l/ ^h>(i. 
6 6 0 g) 5r^n.D^A (l 0ml).lc*«PU *#T1. 0M*'o>b>jy 
F-^dd^« (2 9ml) £Jd;Lx S&Mt#Lfc 0 1 Bfc$#& 
Mfcl. 0M^o>htJ7'a^ K-^Da^>g« (15ml) £Jp;i N £ 

2 l ^ftKJ6ftMr«riukfi 1 2 1 i mommm u 

&&f£l. 50 1 g. JK$9 6ra^ 0 
1 H~NMR (CDClg , 5 0 0MHz) : 52. 30 (s. 3H) , 

6. 8 7 (d, J = 8. 5 Hz, 2H) , 7. 2 2-7. 2 9 (m, 3 H) , 

7. 3 7 (td, J = 1. 2, 7. 3 Hz, 1 H) , 7. 7 3 (d, J =8. 5 
Hz, 2H) 

Kfc&tftt (FD-MS. m/z) : 2 1 2 (M + ) 
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faM*12 7 

{4- [ (6. ij^) gjj/j yj .- J]A (9 _< 

yh>(l, 3 3 4 g) i4-^W;yf'J^>(84 5 m g) 
(15mi) +^AftM«**Lfc. 1W4-^dd-6, 7 
- h*5/+/y > (1 . 4 o 6 g) 2 3imnfMttLfe« 

^**fiftKM**^ h y u & ^d D *;uat-£BSU * d □ **AM 

-fc*&«*Mfts !icM-*>/7*h> (2/1) «Bt*Wi^u*yA 
^D^h^7-f-ici0«ttu SflOft&Ml. 2 5 8 g, J«5 0%T 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 6 2. 3 7 (s, 3H) , 
4. 02 (s. 3H), 4. 06 (s, 3H), 6. 65 (d, J=4. 9Hz, 
1H) . 7. 2 3 (d. J =8. 6Hz, 2H) , 7. 2 5-7. 3 5 (m, 
3H) , 7. 3 9-7. 4 2 (m, 1H) , 7. 4 5 (s, 1H) , 7. 4 6 
(«. 1H), 7. 91 (d. J=8. 5Hz, 2 H) , 8. 57 (d. J=5. 
5Hz, 1H) 

WWW! (FD-MS, m/z) :3 9 9 (M + ) 
^6S0IJ12 8 

{3- [ (6. 7 -3? * K*>>- 4 -*y .jjO 7^-;iw 
(181) 

4-*do-6, 7-5>y 'JXH 2mg) ifli1Rfi©3-k K 
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n + W7i/> (29 7mg) ££&U 1 7 0^*1 0#P£«!#lrt:& N 
SJSiR^tt4r^*-b->/7-bh> (2/1) T«Bt5»lJ/'J*Wn7h' 

2 H-NMR (CDC 1 g , 9 0Mz) : 6 4. 0 4 (s, 3H) , 4. 0 5 
(s, 3H), 6. 53 (d, J=5. 3Hz, 1H), 7. 34-7. 88 
(m, 11H), 8. 53 (d, J=5. 3Hz, 1 H) 

KS£flrfe (FD-MS. m/z) :38 5 (M + ) 

H»j 1 2 9 (#%0J) 

&JfeW2 2T»;fc4- h 'J-n-y^;Uf->- 1 - y h + ^y *A,-7*J-A, 
(1. 2 82 g) imiS n D D©2-7D^;l/^n >J K (3 9 2mg) 4^ddW 
A (5ml) l:^ft?U H3IEaot*x (MJ7x-^77^» K7^a 
(II) ^dij K (8m g) &A*U 1 l^IMHELfco R*e»^te*Htt«!2 3 

tfco «ETiS»fi4ft#fc»ai (6 6 2mg) *fh'5tK.D77> (2ml) 

mmniks 7k (5mo teumtkm. U2mn ^m^r^muamm 

8mgs^3 9Wfc 0 

1 H-NMR (DMSO-dg , 5 0 0MHz) : <5 6. 7 6 (dd, J = 
1. 2, 3. 1Hz, 1H), 6. 91 (d, J=8. 5Hz, 2 H) , 
7. 33 (d, J=3. 1Hz, 1H). 7. 87 (d, J=8. 5Hz, 2H) 
. 8. 06 (d, J=l. 2Hz, 1H), 10. 39 (s, 1 H) 

©££#t€ (FD-MS, m/z) : 188 (M + ) 
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mmmso 

2-7p^;U- {4- [ (6, 7-9/ h*->-4-*7 IMP *±i£ 
-M /9J> (18 2) 

TJizfyfmy. nmi2$X'mtz2-7*4)\< 4-t kd+s/?*^ 

* h> (2 0 5mg) i4--^W;; t°»J (1 4 6mg) 
> (5ml) 4>^AftSfi*ft#l;fco H$Mfc4 -2 pd- 6, 

> (2 4 4mg) fcjn*., 2 OlSfflMMBftELfce SiSfi^n^lSftft 

flU ^DD*^/|»xf;l, (5/1) •PSBBt «ill->'J*WDTh/ 
57-r-{CckOlt«!U ^Ji©<b£$l£19 2mg, JR*4 7J6T»fco 

* H-NMR (CDC 1 3 , 5 0 0 MHz) : 6 4. 0 3 (s, 3 H) , 
4. 07 (s, 3H), 6. 63 (d d, J=l. 8, 3. JHz, 1 H) , 

6. 65 (d, 1=5. 5Hz, 1H) , 7. 28 (d, 1=8. 5Hz, 2H) 
. 7. 3 2 (d, 1 = 3. 7 Hz. 1H) , 7. '4 7 (s, 1 H) , 7. 4 8 

(s, 1H), 7. 73 (d, 1=1. 8Hz, 1 H) , 8. 14 (d, 1 = 
9. 2Hz, 2H) . 8. 58 (d, 1=5. 5Hz. 1 H) 

tt&ffift (FD-MS, m/z) :3 7 5 (M + ) 

H»W13 1 

4-n»'>7x^ 3-^f-^7x-;U »h> 
rUKa D DO-hDy ^> (5ml) *s mi5S©7-v-;U (541mg) irf? 
i£n c 50 3-^f-;l/^>y>r;U^o'j K (7 7 3mg) 
aiI)-K»J7^*Dy^>x***-h (49mg) £JB*.n 6 O'CfcTlBfcfl! 
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jMfcMffM (FD-MS, m/z) :2 2 6 (M + ) 
*JtWl 3 2 

(6 0 3mg)^-J^DD^>(3ml) izfemL *#Tl. 0M*'n>h 
IJ7d$ K-^DD^>ij| (11ml) £fln;U MWPLfc. 221$ 

fiM^i^n i tiwo^TMu SB®ftM*3 1 6 m 

2 H-NMR (DMSO-dg , 5 0 0MHz) : <5 2. 3 8 (s. 3 H) , 

6. 89 (d. J=8. 6Hz, 2H), 7. 37-7. 47 (m, 4 H) , 

7. 6 5 (d. J =8. 6 Hz, 2H) , 10. 4 2 (s.'lH) 
Sl^«ft(PD-MS, m/z) :212 (M + ) 

£ft0U3 3 

{4- [ (6. 7-vy h^>-4-4v jy^g 7x£jj r.q-y 
^;i7x_;i) y (18 3) 

X - ;U *>> (3 0 7mg) t4-i?jt*A,7 (19 4mg) * 

*'>l/> (5ml) i *^AftSfiM#Lfc 0 1«4-^do-6, 7-c; 
* H*v/+y 'J > (3 2 4mg) 2 3*IUMmLfc. 
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mmm 1 2 2 1 m^<tt^x^m u mmoit&ya* 2 6 2 m g „ a 5 %n 

H-NMR (CDClg , 5 0 0MHz) : 5 2. 4 4 (s, 3 H) , 
4. 03 (s, 3H), 4. 06 (s, 3H) , 6. 66 (d, j=4. 9Hz, 
1H) , 7. 2 7 (d, J =8. 6 Hz, 2 H) . 7. 3 8 (t. J = 7. 3H 
z. 1H), 7. 41 (d, J = 7. 3Hz, 1 H) , 7. 46 (s, 1 H) , 
7. 49 (s, 1H), 7. 59 (d, J = 7. 3Hz, 1 H) , 7. 64 (s, 
1H). 7. 93 (d, J = 8. 6Hz, 2H), 8. 57 (d, J = 5. 5H 
z, 1H) 

W4£#rtft (FD-MS, m/z) : 3 9 9 (M + ) 



^«J13 4 

.4-I:Kd4->7x^ 4-- Ko7x-;U >r h > 
H»J 2 2 TH£ 4 - K D - n - 71- )l* >-i-y^->y ^ 7 x y 
CI. 2 8 2 g) £rfrflg 0 °©4-- Yu<y*/4 Jlfv 0 K (5 5 7m g) 
no*;UA (5m]) K&A?U rfrlfcS© If X ( h 'J 7 xziU7^ » 

A (II) ^dij K (8mg) *A*k 2 3l»naMUBKL^ 
WJ2 3 iWo^T^at-S^JcOWSx-x^l^^iBlj^^s, 
^ AT *^Lfc 0 ttEET«HI«±ft^Sjt (1. 0 4 7 g) ^fl>7kKD7 
5> (4ml) K»i^*(5ml) £ 6 N«K**tt (1 5m 1 ) fcjo*. 

TimaMmtiizo Rm&tozmmmi 2 3 trnmo^mx-timu mmo 

<t&®£3 9 8mg, IK$5 5%T*gfc 0 

^ H-NMR (DMSO-dg, 5 0 0MHz) : 66. 9 2 (d, J = 
8. 6Hz, 2H), 7. 69 (d, J = 8. 6Hz, 2 H) , 7. 89 (d. 
J-8. 5Hz, 2H), 8. 36 (d, J=8. 5Hz, 2 H) , l o. 62 
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(s, 1H) 

Mmmm CFD-MS, m/z) :24 3 (M + ) 

mfom 135 

(4- [ (6, 7-->V ,; ;t/) ^^-j 7x - ;|/) r ^_. 

7^3'>^T N ^Jfeflji 3 47r|#*4- t KD + y7x_;b 4-^07 
i - A ' (3 70mg) i4-^yf^7«;f'Jy> (2 0 4mg) ^ 

(5ml) *^AnMS*S#l^ 0 1^4-^0-6, 7-5? 
*>*i/*y U > (3 4 Omg) fcjD*. 2 3^BHlD*ft«*Lfc ? HCftM* 
1 3 0 i R«Oj&»T«ffl[ U M©T-k^«B 238mg s JR*36«T 

X H-NMR (CDC 1 3 , 5 0 0MHz) :54. 03 (s, 3H), 

4. 0 7 (s, 3H) , 6. 6 9 (d, J = 4. 9 Hz, 1 H) , 7. 2 9 (d, 

J = 8. 5Hz, 2H), 7. 44 (s, 1 H) , 7. 47 (s, 1H), 

7. 93 (d, J = 9. 2Hz, 2H) , 7. .9.6 (d, J=8. 5Hz, 2H) 
. 8. 3 7 (d, J = 8. 5 Hz, 2H) , 8. 6 0 (d. J =5. 5Hz/l 
H) 

KS£#fli (FD-MS, m/z) :4 3 0 (M + ) 

^»ji3 6 (.mm) 

4-bKp^^ 7x-;U 3, 4-/fl^>my7^-;t> >rh> 

nmm 2 2 -em* a - v u - n - > -i-^.+w ^7 x y 

(1. 2 8 2 g) imSSSOtXoj-n^l^o'J K (6 64mg) £^nn* 
(5ml) fcfcflU r&KSoif;* (F>j7x-MX70) 
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(II) >d«J K (8m g) ZAtL. lttJDJKfflfflELfco Km&mmk&tt 3 
£ l5H§©£&T-£iij t a mz «fc t) f§ £ x - f ^A^^tKW v y % •> ^at-^ 
Lfco «ET«flK9*ft»fcM (l. 03 0g) *f h7kKo77> 
(2ml) teg**** tK (5ml) t6Nimfc®fo (12m J ) *JniLT 

i o. omtiammuzo m^m%mm 2 stmmoyj^rmu 

%m<D<b&®}$:2 1 2mg N JR*2.9^T?fcfc 0 

*H-NMR (DMSO-dg , 5 0 0MHz) : 6 6. 15 (s, 2 H) , 
6. 88 (d. J=8. 6Hz, 2H) , 7. 04 (d, J=7. 9Hz, 1 H) 
• 7. 21 (d, J = l. 2Hz, 1H), 7. 24 (d d, J=l. 8, 7. 
9Hz, 1H) , 7. 62 (d, J -9. 2Hz, 2 H) , 10. 34 (s. 1 
H) 

Mfttfffi (FD-MS, m/z) : 24 2 (M + ) 
^Sfe^J 13 7 

{4- [(6. h*S/-4-*y'J/10 **3/3 7x-il (3, 4 

-^U> ^->7x^V) (18 5) 

7^>^«ETs ^ifetfjl 36T^7r4-t KD+i/7x-;b 3, 4-y*. 
^>yt+i/7i^ >rh> (2 0 2mg) £ 4 - 5?y t^U7 i J t° *J > 
(112mg) ^+->U> (2ml) ^AftM&'f flS#Lrtio lUrlHSU-* 
° D ' 6 ' 7-^^Wi>(18 7mg)tlDi, 2 0lMBm«L 

K£££tt&&ffi0!|i 2 4 £j5)^©7j}4TtoSLs »H©fl;£#£l 3 5 m 
gN »K$3 8%T^fe 0 

1 H-NMR (CDC lg , 5 0 0MHz) : 5 4. 0 4 (s, 3H) , 

4. 06 (s, 3H), 6. 09 (s, 2H) , 6. 64 (d, J= 4 . 9Hz , 

1H), 6. 89 (d. J-7. 9Hz, 1H), 7. 26 (d, J= 8 . 5H 
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z, 2H), 7. 38 (d, J = l. 8Hz, 1 H) , 7. 41 (dd, J = 
1. 8, 7. 9Hz, 1H) , 7. 46 (s, 1 H) , 7. 49 (s, 1 H) , 
7. 8 8 (d, J =8. 5Hz, 2H) , 8. 5 7 (d. J = 4. 9Hz, 1 H) 
M&fttivm (FD-MS, m/z) :4 2 9 (M + ) 

miRo a D ©-hoy*> (10ml) 4\ »©7-7-^ (l. 081g) 
i TfrflRffi© 3 - (h >j7;^ny OVJfrfai) K (2. 0 8 6 g) t 
im.Si<04 (III) h 'j7May h (6 2 0mg) 

*JDi. 6 OtKTlBfeifftLfco ££fi&tt*XIMIl 2 0 £H8©£fc-e*l 
iU ^JS©fl;£$j£7 19mg, JR$2 6KT?$fc 0 

H-NMR (CDClg, 5 0 0MHz) : <5 3. 91 (s, 3H) , 

6. 99 (d, J = 9. 2Hz, 2H), 7. 6 0-7. 6 4 (m, 1 H) , 

7. 8 0-7. 8 3 (m. 1H) , 7. 8 2 (d. J =8. 5 Hz, 2H) , 
7. 9 3-7. 9 4 (m. 1 H) , 8. 0 1 (s, 1 H) 

Rt#*HI (FD-MS, m/z) :2 8 0 (M + ) 

^s^ji3 9 m^m) 

^WJl 3 8T'*#£3-Hj7;M-oy*jU7x-;U 4-y h*->7 x -;l, 
(6 57mg) £N, N-5>y *^*;bA7 5 K (3 5ml) fcJSBU 
^"h'J9A^y h + >K (411ml) ^Jn^. N 7^3*>§l«tT7^jDmai 
^t^o Kj£&£tt&£tt0g3 3 £l^»©>&j£T?*iSU «JB©-fb^j^4 5 4 
mg N JR$7 3%T'^o 
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1 H-NMR (C'DClg , 5 0 0MHz) : 6 5. .8 5 (s, 1 H) , 
6. 94 (d, J=9. 2Hz, 2H), 7. 62 (t, J = 7. 3Hz, 1 H) 
, 7. 78 (d, J = 9. 2Hz, 2H), 7. 83 (d, J=7. 3Hz, 1 
H) , 7. 93 (d, J=7. 3Hz, 1 H) , 8. 01 (s, 1 H) 

MJfe^J 14 0 

(3-h'j7^py»^ x ^) (4- [(6, 7-^^>-4-^ 
7x£jj ^7>(18 6) 
7Jl=f>%mT, SteteW13 9T?f§fc3-h';7;u*oyf-^7x-^ 4- 
tKn*->7x-;b (4 32mg) £4-*oo-6. 7-^h*-> 

U > (3 6 3mg) ^v?i^U>^ij3-;Ui/V^;bx-x;U (10ml) 
1 6 0W1 lNPBWfcWLfco KJ»M^mu»M^ h 

* (5/1) TWB«Wi5'U*y^D7h^7-f--KJ:e)||«U Sff 
®<k^ft*'2 0 4mg N 1R$2 8MT^ 0 

1 H-NMR (CDClg, 5 0 0MHz) : 6 4. 0 3 (s, 3 H) , 
4. 07 (s, 3H), 6, 69 (d, J = 4. 9Hz, 1 H) , 7. 30 (d, 
J=9. 2Hz, 2H). 7. 47 (s. 2H), 7. 66 (t. J = 7. 9H 
z. 1H), 7. 87 (d. J = 7. 9Hz, 1 H) , 7. 92 (d, J = 9. 
2Hz, 2H), 8. 00 (d, J = 7. 9Hz, 1 H) , 8. 08 (s, 1 H) 
. 8. 60 (d, J=4. 9Hz, 1 H) 
■WWWI (FD-MS, m/z) :4 5 3 (M + ) 
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mSSfo©- h □ 1 1 y (5ml) # s m^OT-V-^ (0. 5m I) £fi 
lto D D©^D^t^;^;^D>JK(0. 63ml) ffimSh®-* v TJl 
t tf 7A(III) hi)7Jl*ut?>*)l,**-h (2 8 8mg) £/JD;U 6 0°CK 
T3B#fSffi#L£:o ^m^^t^nu^jlAr^m^ ?dd*;I/AJI£ 

iSfn^TK^ h y »?A7k»«[iiafD^&!KT-ft^L^o &7k5S&^ h y *at- 

^n-7h^7^-(C«fct)3fllSS!U MOik^«*5 1 7mg, 1R^5 1%T^ 

1 H-NMR (CDCl r 5 0 0MHz) :<51. 21-1. 88 (m, . 
10H), 3. 19-3. 25 (m, 1 H) , 3. 87 (s, 3H), 6. 93 
(d, J = 9. 2Hz, 2H). 7. 94 (d, J = 9. 2Hz, 2 H) 
(FAB-MS, m/z) :219 (M + +l) 

$mmi4 2 (#%m) 

4 - */ 9 > JUft 1 - b K n ± i/O-V y 

(5 17mg) £N, N--;?y*;U*;UA7S K (2 0ml) \ztmU ± h'J 
9Af-*y h + S/K (5 3 8mg) *Jd^ 7;Hf>»»rFl WilD«UB«ELfco 

4 8 7mg x JR^9 3%T?^o 
1 H-NMR (CDC 1 3 . 5 0 0MHz) : 5 1. 2 3~1. 8 8 (m, 
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1 OH) , 3. 1 9-3. 2 5 (m. 1 H) , 6. 06 (brs, 1H), 
6. 89 (d, j = 8. 6Hz, 2H), 7. 90 (d. J=8. 6Hz, 1 H) 
M##r4if (FD-MS, m/z) :2 0 4 (M + ) 

^»J14 3 

4->>^p^ ^-/;U^7^fe;U-l- [(6, 7 - h*is- 4 J U )V) 
(1 8 7) 

Kd^>><>^> (2 7 3mg) i4-^on-6, 7 - v>V h + v'+y 'j > 
(1 OOmg) <£-^x^u>/.;d-;u->v^;Ux-x;U (0. 2ml) izjgm 

tut, 1 6 o°c*3 ommitio ttmmtmimmi- h u 

* H-NMR (CDClg . 5 0 0MHz) : 6 1. 2 1-1. 9 3 (m. 
10H), 3.. 24-3. 29 (m, 1 H) , 4. 03 (s, 3H), 4. 06 

Cs. 3H), 6. 60 (d, J=5. 5Hz, 1 H) . 7. 24 (d. J = 
8. 5Hz, 2H) , 7. 45 (s, 1 H) , 7. 4 7 (s, 1 H) , 8. 05 
(d, J=8. 5Hz, 2H), 8. 5 5 (d. J = 5. 5Hz, 1 H) 

RlftffI(FD-MS, m/z) :39 2 (M + +l) 



ma5 D a a©xho>^> (10ml) ^ miES©7-V-;Kl. 08lg) 



r 
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£TfJfi5n n D©2- (h V7Jltu/*jl) O^JjUtv*) K (2. 0 8 6 g) t 
r»P D <ZM yf-Jlt^Mllt) F'j7Jl/tDy^>x;^^-h (6 2 0mg) 

17- >/H&x f - ;bT-Jg§it £ •/ 'J ti f >l> ? d -7 Y if =? 7 ^ - ic «k 0 *f 
WU *B©ffc£tt*l. 4 0 2 g. J»5 0%Tll7r o 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 8 3. 8 8 (s, 3H) , 
6. 93 (d, J = 9. 2Hz, 2H) , 7. 3 7-7. 3 9 (m, 1 H) . 7. 
60-7. 63 (m, 2H), 7. 75 (d, J = 9. 2Hz, 2H), 7. 7 
3-7. 7 8 (m, 1H) 

W&fiVrfe (FD-MS, m/z) : 2 8 0 (M + ) 

^^J14 5 (#%0J) 
2- h 'J 7Mpyf^7x-;b 4 -h Ko4 L ->7x^;U 
H»ll 4 4Ti§rt:2- MJ^M-ny^l^^ju 4-^ h*:/?^;!, 
*K>(1. 4 0 2 g)£N. N-5M*;l*M,A75 K (15ml) fc*i?U 
+ b l )VJ***t h*vK (8 7 7mg) ^Jn^. N T ^b=f >5l«ET 4 ^rRQttlMhsB 

1. 0 5 Ogs JR¥7 9K-C»fc 0 
1 H-NMR (CDClg, 5 0 0MHz) : <5 5. 8 8 (s, 1 H) , 

6. 87 (d, J=8. 5Hz. 2H). 7. 3 7-7. 3 8 (m, 1 H) , 

7. 5 8-7. 6 3 (m, 2 H) , 7. 7 1 (d, J =9. 2 Hz. 2 H) , 7. 
7 6-7. 7 8 (m, 1 H) 

®S##rffi (FD-MS, m/z) :266 (M + ) 
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SQfcflll 4 6 

(2 - M 7Jl/^-py f-;|/7x— ;U) {4 - C (6, 7-^ 
j/JUQ fr*^] 7^-;U} (3 5) 

7;l/3*>m«iTs *»«14 57?#fc2-K«;7;^nyf-;U7x-^ 4- 
tKu + i/^jL-^ (9 5 9mg) i4-'/7f ^7;7 f'J y> (4 

8"4mg) £*S/t/> (7ml) *^AixMcMI#Lfco 1W4-^od 
-6, 7-v^ h*->*y>J> (8 0 5mg) *Jd;U ltt»Lfc 0 E£ 

•s&«-^»n 3 otnmo^X'mmu mmQit&mts 9 9m g , 

1 H-NMR (CDClg , 5 0 0MHz) : d4. 01 (s, 3H) , 
4. 06 (s, 3H). 6, 67 (d, J = 5. 5Hz, 1 H) , 7. 22 (d, 
J=9. 2Hz, 2H), 7. 42 (s, 1 H) , 7. 4 2-7. 44 (m, 1 
H) . 7. 4 5 (s, 1H) , 7. 6 2-7. 6 8 (m, 2 H) , 7. 8 0- 
7. 81 (ra.lH), 7. 87 (d, J=8. 6Hz, 2 H) , 8. 58 (d. 
J=5. 5Hz, 1H) 

MBMfr* (F.D-MS, m/z) :4 5 3 (M + ) 

^feflll 4 7 (#%M) 
4-n-7fjl7xZjl> 4-^ F4'>7x- < ij, yh> 
miSD D D©-hDy^> (10ml) rk rfiKn D n©7-V-;b (1. 0 8 1 g) 
£TtfJRS©4- (n-7*^;l>) 'OW^n'J K (1. 9 6 7 g) imgSS© 
-f yx;ur*A(IID h 'J7;Wd^ h (6 2 Omg) fcjDiU 

6 0*CCT6l»IW»Lfcb KJfflftMtJIIMl 2 0t»JMlU 
&^©ft:£$!£8 6 3mg> JR^3 2%T*ffc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 0. 9 5 (t. J =7. 3H 
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z, 3H) , 1. 3 8 (tq, J =7. 3. 7. 3 Hz. 2 H) . 1. 6 4 (q 
uint, J = 7. 3Hz, 2H), 2. 69 (t, J = 7. 3Hz, 2 H) , 
3. 89 (s, 3H). 6. 96 (d, J=9. 2Hz, 2 H) , 7. 27 (d, 
J = 8. 6 Hz, 2H) , 7. 6 9 (d. J =8. 6Hz, 2H), 7. 82 

(d. J=9. 2Hz, 2H) 

MbMfMl (FD-MS, m/z) :2 6 8 (M + ) 

1 4 8 (#%0J) 
4-n-yfjl/7x-Jl/ 4-b F'Dt->7x-;l h > 
MJfe^Jl 4 7T?|^4 -n-^;b7x^b 4-n + y7xz;l/ ^ h > 
(8 6 3mg) £N, N- ^;l/*;UA7S K (5 0ml) izfemU 
0 h + i/K (5 6 3-mg) £JD*., 7^D'>m^T7^SD^l^Lfc 0 
£JfrS£^£§|»J3 3 tl^O^T&JIU mm®{t£®*l 8 7mg N JR 

1 H-NMR (CDClg, 500 MHz) : <5 0. 95 (t, J = 7. 3H 
z, 3 H) . 1. 3 8 (t q, J =7. 3, 7. 3 Hz, 2H) . 1. 6 4 

(septet. J=7. 3Hz, 2 H) , 2. 69 (t, J=7. 9Hz, 
2H) , 6. 3 5 (s, 1H) , 6. 9 2 (d, J =8. 5, 2 H) , 7. 2 8 

(d, J =7. 9 Hz. 2H) , 7. 6 9 (d, J =8. 6 Hz, 2H) , 
7. 77 (d, J=8. 5Hz, 2H) 

ftft£flrtt (FD-MS, m/z) :2 54 (M + ) 
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HflSfll 14 9 

(4-n-7f;l.7x-;l/) {4- [(6, 7 - 4 -4V'J ;U) 

*h*^3 7x_;u} y^y> (4 0) 

•>7x-;U ^rb> (72 7mg) t4-^DD-6, 7 - h*i/*y >j y 
(6 3 9mg) ^->'xfl/>^ij3-;^yf;u-T^ (10ml) 

•£> 1 8 owi o^M«^t/c 0 mm&VdZtmumwtj- b >; -7atj<&& 

Omg. iK$3 2%T^ 0 

1 H-NMR (CDClg , 500MHz) : SO. 9 5 (t, J = 7. 
3 Hz, 3H) , 1. 3 8 (t q, J = 7. 3, 7. 3 Hz, 2 H) , 1. 6 2 
-1. 6 8 Cm, 2H) , 2. 7 1 (t, 1 = 7. 3 Hz, 2 H) , 4. 0 4 

Cs, 3H), 4. 07 (s, 3H), 6. 65 (d, J=4. 9Hz, 1 H) , 
7. 2 6 (d. J = 8. 5 Hz, 2H) , 7. 3 1 (d, J = 7, 9Hz, 2 H) 
. 7. 46 (s, 1H). 7. 49 (s, 1 H) , 7. 76 (d, J = 7. 9H 
z. 2H), 7. 92 (d, J = 8. 5Hz, 2H), 8. 58 (d, J = 
5. 5Hz, 1H) 

(FD-MS, m/z) :44 0 (M + -l) 
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H«J 15 0 (#%0D 
3-7^D7x-;l/ 4-y ^^7x^1/ >rh> 
mB5n n n0^hDy^> (5ml) $i°©7-y-^ (54 1mg) irfJ 
J5D°D©3-7;^D<>yV;u^ n i; K (7 9 3mg) i^Bfc&OX* 
(III) N'J7^D^^>x;U^^-h (4 9mg) *1xi?L, 60t[iT3B^ 



mmtz is viifA/p u-? h —ii j: ^hs^Ln mmoiksm 5 8 5 ri- 
gs K$5 1%lrifc 0 
SfftftflrM (FAB-MS. m/z) :23 1 (M + +l) 

^WJ15 1 (#%W) 

4 -fc 3-7J^D7x^ frh> 

^JfeflJl 5 0T||/:3-7Wd7x^^ 4-y h*->7x_;l, >b- h > 
(5 8 0mg) ^^7dd^^> (5ml) K&JgU *#Tl. 0M*u>h 
lj:/D > K-i>^DD>^>M (2 3ml) «n;U m£#3Bft£#L* e £ 
JS;M£#£fl«J 1 2 1 £l^$<D7j&T#yi U gjl<D4b&#l£ 4 0 2 m g. iK 
^7 4%T^fco 

X H-NMR (DMSO-dg , 5.0 0MHz) i 5 6. 91 (d, J = 
8. 5Hz, 2H) , 7. 4 4-7. 4 9 (m. 3H) , 7. 5 7-7. 61 
(m. 1H), 7. 68 (d, J=8. 5Hz, 2H), 10. 51 (b r s, 
1H) 

(FAB-MS, m/z) :217 (M + +l) 
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fUfe#Jl5 2 

7*-Jl >rh> (3 7 3mg) 1 4 - vV ?-)l,7 1 J h°U y*> (2 3 2mg) 
^v^(5ml)^Ani£«L/: 0 3B#^4-^dd-6, 7- 
Y*v*J 'J > (3 8 6 m g) ^Jd^ 2 lfcHMMbWILfc. KJCjRM 

7-fe h >T'S§§©£ N * dojM,a-cKW*S * 'J *Wd7 -fc 
«k!>*tSS!& N II^DDtwbA/Sixf;l. (5/1) -eggg-r-BJWBs/ijay 

H-NMR (CDClj, 5 0 0MHz) : 5 4. 0 4 (s, 3H) , 
4. 07 (s, 3H), 6. 67 (d, J = 4. 9Hz, 1 H) . 7. 28 (d. 
J = 7. 9Hz, 2H). 7. 31-7. 33 (m. 1 H) , 7. 46 (s. 
1H) , 7. 4 7 (s, 1H) , 7. 4 8-7. 5 3 (m, 2H) , 7. 5 9- 
7. 6 1 (m. 1H), 7. 9 3 (d, J = 8. 6 Hz, 2H) , 8. 5 9 (d, 
J = 5. 5 Hz, 1H) 

fflbMftt (FD-MS. m/z) :40 3 (M + ) 
f£km 15 3 

N- {4- [ (6. 7-5?y Hr£/~4-^-/'J^) 7jtJljU 
-N / - (2- y h**>7x-;U) »U7 (j j 3) 

6. 7-?y h*x-4- (4-7;;7x;^» **7>J> (lOOmg) 
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1 4 0 

£h;Ux> (10ml) lzmim&Lt:&s 2-/ h + ->7x_;KV 
b (0. 3 6m J) £Sn;U 4 O&TJBKtiM&mitZo iiaiH?^ WS&tu 
;-)], (100/1) % ^^^po^U/Tt h> (5/1) 

t?rh t ■« i/ y j\>* ? a * d -7 h 7 - fc £ *) mm. u sH©<b^* 

1 1 2mg N 5%T"?i^o 

1 H-NMR (DMSO-dg , 5 0 0MHz) : <5 3. 90 (s, 3 H) , 
3. 98 (s, 3H), 3. 99 (s, 3H) , 6. 9 0 (t, J=7. 9Hz, 
1H) , 6. 9 6 (t. J = 7. 9 Hz, 1 H) , 7. 0 3 (t, J =7. 9H 
z. 1H) , 7. 2 3 (d, J = 9. 2 Hz. 2H) . 7. 3 9 (s. 1 H) , 
7. 5 5 (d. J = 9. 2 Hz, 2H) , 7. 5 7 (s, 1 H) , 8. 1 5 (d, 
J«7. 9Hz, 1H), 8. 25 (s, 1 H) , 8. 55 (s. 1 H) , 
9. 44 (s, 1H) 

M##HKFD-MS. m/z) :4 4 6 (M + ) ' 

N- {4- [ (6, 7-^ h*->-4-*j-V'Jx;l,) 7x_;M 
-N' - (3-7 h^->7x-;b) 91/7 (11 4) 

6, 7->>y h*>/-4- (4-7 7x7*;/) **yy> (lOOmg) 
£h;Ux> (10ml) izmmmim, 3-y| + y7x-MV->7t- 
h (0. 3 6ml) 40&mm&£MLtz o £«t£fi±8u &iB£?D 

D*;UA/y^y-;u (10 0/1) > (>:l^OD^U/7th> (5/1) 

3 1m g> JR$2 1%T'#7^o 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 5 3. 74 (s, 3H), 
3. 98 (s, 3H), 3. 99 (s, 3H) , 6. 56 (d. J=7. 9Hz, 
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1H). 6. 96 Cel. J-7. 9Hz, 1 H) . 7. 15-7. 25 Cm. 
4H) . 7. 3 8 (s, 1H) , 7. 5 3-7. 6 0 (m. 3H) , 8. 5 5 
(s. 1H) , 8. 76 (s, 1H) , 8. 81 (s, 1 H) 
MbWftt (FD-MS, m/z) :4 4 6 (M + ) 

H»J 15 5 

N- {4- [ (6. Jjz£I b*is-4-*j-VV-jl) t±j/2 7x_;W 
-N / - (4-y h*->7x_;t/) QU7 (9 9) 

6. 7-SM > + .>- 4 _ (4-7^7i; + y) *^y*>) > (81mg) 
£h;U^> (5ml) izUammmUz^ A-/ h*^7x^;WV>'7t- h 
(0. 29ml) ^Jn^ N 4 O#&0jta&»L£o tftii L fcfl(**Jttt U h )U 
*>T'$£& L&ffiO-ffc^&fc 60mg, JK^4 9 %Tl#fc 0 

H-NMR (CDClg . 5 0 0MHz) : 6 3. 7 9 (s, 3 H) , 
4. 06 (s. 3H) , 4. 07 (s, 3H) , 6. 48 (s. 1 H) , 
6. 64 (s. 1H), 6. 91 (d. J = 9. 2Hz. 2 H) , 7. 20 (d. 
J = 8. 6Hz, 2H). 7. 27 (d. J=8. 6Hz, 2 H) , 7. 32 
(s. 1H) . 7. 4 7 (d. J = 9. 2 Hz. 2H) . 7. 5 5 (s. 1 H) . 
8. 60 (s, 1H) 

K*£*rtt (FAB-MS, m/z) : 44 7 (M + +l) 

N- {4- [ (6, ^^>>- 4 -4,^ v r, j ^ ;l/ ) *±j£ 7 

-N' - (2-7;M-P7x-;i/) frU7 (116) 

6, h*->-4- (4-7^7xy + ^) **'/U> (lOOmg) 

£h;bx> (i oml) izAikimL^ 2-7^d7x-Mv>7t- 
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h (0. 3 0ml) £Jn* N 4Q$NtiJatmm.ltz 0 mitzMftZimu h 
^>T«m&imm®4t&®}$:9 6mg, Wm6 6%T~ntz 0 

X H-NMR (DMSO-dg , 5 0 OMH z) : 6 3. 9 8 (s, 3 H) , 
3. 9-9.(8, 3H) , 7. 00-7. 04 (m, 1 H) , 7. 13-7. 17 

(m, 1H) . 7. 2 3-7. 2 7 (m, 3H) , 7. 3 9 (s, 1 H) , 
7. 54-7. 5 7 (m, 3 H) , 8. 10-8. 20 (m, 1 H) , 8. 55 

(s, 1H) , 8. 65 (s, 1H) . 9. 26 (s, 1 H) 

nMftVrm (FD-MS, ra/z) :4 34 (M + ) 

HJ&0J15 7 

N- {4- [ (6, 7 -'J* Y^r^-A-^±V^-)l) 7x-;U} 
-N' -n-zff-JlVlsT (22 0) 

6, 7-V/ h*v/-4- (4-7i;7x; + -» (l 0 Omg) 

£h;Ux> (10ml) IcMk&tfl*:^ n -7f-;M' 7 ->7^- h 
(0. 2 9ml) £Jnx.x 4 OtfRTOfeSaftLfco S^^d 
*;l/A/r-feh> (5/1) T'ggatSi/'J^>7 i VU^7A^Dvh/^7^-{c 
<t 0 U £H©{t:&%£ 7 5 m g N JR^ 5 6 %Tli^ 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) :<5 0. 9 0 (t, J = 

7. 3Hz, 3H) , 1. 28-1. 4 6 (m, 4H) , 3. 09 (q. J = 
6. 7Hz, 2H), 3. 97 (s, 3H) , 3. 99 (s, 3H), 6. 23 
(brs, 1H), 7. 14 (d, J=9. 2Hz, 2H) , 7. 37 (s, 1 

H) , 7. 4 7 (d, J =9. 2 Hz, 2H) , 7. 5 5 (s, 1 H) , 

8. 53 (s, 1H) , 8. 58 (b r s, 1H) 
M»*rtt (FD-MS. m/z) : 3 9 6 (M + ) 
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IUfe0J15 8 

N- {4- [ (6, l-i>* h^->-4~4y t}-^->] 7x-;H - 
(4 - t e r t -7*?-;U7x-;U) >frJt/#*lH K (2 1 3) 
6. h + i/-4- (4-7^7x; + y) +;>j> (5 4mg) £ 

H3|5D n a ©4-t e r t-7^;U£m#& (1 02mg) £N, N-yV^;l,*;b 
K C3ml) JC^L^ l-x^-3- (3' -*J t<$-)\,7 i j ? 
ut'Jl) K£Sfc£ (1 0 6mg) ^fe. MSliT6^»^L^ 

H»J5 1 £0«©«ffcfc.fc->Tlll«U MTC>flA**2 9mg, iR^ 

H-NMR (CDC1 3 , 9 0MHz) : 5 1. 3 6 (s, 9H) . 
4. 05 (s, 3H), 4. 08 (s, 3H) , 6. 48 (d, J=5. 3Hz, 
1H), 7. 1-8. 1 (m, 11H), 8. 49 (d, J = 5. 3Hz, 1 H) 
Sffi^tFHi (FD-MS, m/z) :4 5 6 (M + ) 

^fiS0Jl5 9 

N- {4- 1 (6, 1-*J* h^v-4-4-7 UUQ ;t*vl 7i-iH -N 

(4 - t K (15 6) 

2l&m5 8Tiibft*:N- {4- [(6, 7 - h*<>- 4 y 

7x-;l} - (4-t-7^7x-^).*^f$ K (lOOmg) 
*N. N- 5^*****7 5 K (3ml) fcj**LfcaU **ft*M;*i> 
(10mg) *loi. 0^fcTl*M«*Lfcau 3*fcyf-A (31mg) * 
JD**&fc3l#W»*Lfc. £&0J5 1 i ^OHmc J: or UK U iESoft 

1 H-NMR (CDClg, 90 MHz) : 6 1. 28 (s, 9H) , 
3. 54 (s, 3H), 4. 04 (s, 3H) , 4. 05 (s, 3H) , 
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6, 32 (d. J = 5. 3Hz, 1H) , 7. 0-7. 3 (m, 8 H) , 

7. 4 2 (s, 1H), 7. 5 0 (s, 1 H) , 8. 4 7 (d, J =5. 3 Hz, 
1H) 

JObMrfc (FD-MS. m/z) :4 7 0 (M + ) 

N- U-t -T/f-^x-AQ - {4- [ (6, 7-i?t h*j>-4-^y 
W ** : A 7x-;U} ^Mf^jj K (15 5) 

4- (6, 7-v^ h*'>-4-*y";;l0 (5 4mg) <tm 

Mn n n©4- t e r t -7*^;UT-U > (1 0 2mg) £N, N- 5?y *;U*;bA 
7^ K (3ml) l:^L/:t> l-*f-;U-3- (3' - *J* =f-)VT i. J ~fu 
t'Jl) fijltfitjz KttKjft (1 0 6mg) Zln^ MS(CT6B#^8|^Lfc^ 
H«5 1 i|5l^©^mc«k -oTm$5!U UM0^^2 9mg, iR$3 5% 

* H-NMR (CDC 1 3 . 9 0MHz) : 6 1. 3 4 (s. 9 H) , 
4. 0 3 (s, 3H) , 4. 0 6 (s, 3H) , 6. 5 7 (d. J =5. 3 Hz, 
1H), 7. 2-8. 1 (m, 11H), 8. 55 (d, J=5. 3Hz, 1 H) 

MS#tfriI (FD-MS, m/z) : 4 5 6 (M + ) 

^Sfe#J16 1 (#%#|) 
2- (6, 7-^ h*i/-4-*J «J;U) -2- (4-yp^7x_;l/) 7 

m)lS04-7'a^7x-;l,7-ferh-h';^ (4. 3 g) (1 0ml) 

mmu ovKfemzTifm, jmit+Yv^i* d. og)^ja^5o , c 
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(2. 2g) tttoU 5 *IM*tk **£«fllHfc*-*T»tbLfc. &*5ft& 
*MJ*ATlBMfc «»***L^ M*^+tf>/IHRx*^ (2/1) T 

8 5 0mg* JR$2 2%-C$fc 0 

X H-NMR (CDC1 3 , 9 0MHz) : 5 3. 6 6 (s, 3 H) , 
3. 8 0 (s. 3H) . 5. 4 0 (s, 1H) , 6. 7 4 (s, 1 H) , 6. 9 
-7. 4 (m, 6H), 8. 54 (d. J = 4. 6Hz, 1 H) 
SIAftffflg (FD-MS, m/z) :38 2 (M + ) , 3 8 4 (M + + 2) 

mm 1 6 2 

6, 7-^Xh4i/-4- (4-7p^7x~;M f-;U) *y y > 
^ifcflll 6 1-e»&ftfc2- (6. H + UAO -2- 

(4-^d*7*-A) (8 5 0mg) £ 6 0 Kffiift7K«tt (5 

mo tcmv l i ■tnunmdimftN *£7>*-7*oA-3*:§s§Kawc 0 g 

4U 8fc**oo?M,A/y*y-;l, (10 0/1) TgH*5 

* H — NMR (CDClg . 9 0MHz) : 8 3, 9 0 (s, 3H) , 
4. 0 2 (s, 3H) , 4. 3 1 (s, 2H) . 6. 9-7. 5 (m, 7 H) , 
8. 63 (d, J=4. 4Hz, 1 H) 

(FD-MS. m/z) :3 5 7 (M + ) , 3 5 9 (M + + 2) 
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*J y > 

7M>&m%T, fljfeffll 6 2Tlf£>tlfc6, 7-^ h*</-4- (4- 
^D*7xr;M^) *yy> (2 5 0mg) ^fh7th'o77> (4ml) 

(0. 3ml) mTlimmitz 0 fh7kKo77> (1ml) 
(c^L^bh';-n-7-^;UxX«TLx - 7 8 c CT2^f a ^L^ 0 * 

m*^*-*>/ft&jLi-j\, (3/1) W^>^W7A^D7h^ 
7>f-l;:J;D*if!S!!U ^Ofl:£«:8 5mg. iR^2 2%TH/c 0 

H-NMR (CDC1 3 , 90MHz) : 5 0. 7-1. 6 (m, 2 7 H) , 
3. 8 8 (s, 3H) , 4. 0 2 (s, 3H) , 4. 3 4 (s, 2H) , 7. 0 
~7. 5 (m. 7H) , 8. 63 (d, J=4. 6H2, 1 H) 

H»Jl 6 4 

{4- [(6 , 7-v?y h*^-4-*y y;lQ 7x-;l4 (4-t 

-7 , f-;U7x-;b) (l 6 2) 

^WJl6 2T^btl^6. 7-i^h*v/-4- (4-h'J-n-V^x 
^-^^i-^f^) *y y> (8 2mg) N rfffgcD 4 - t -7**;K>yy 
^ny K (31mg) fciCfteHfOt'X ( h 'J 7i-W77-( » 
•7A (II) ^ D .j K£?oo*;UA (3ml) izmU fttiftSttT* 1 5$® 

itij y 9A7RfcfcTifc#i*:o ^TKfiKK^- h y 7A?&&ifc&£§* u w 
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J¥U ^S®<fl:£#li£6mg s 1RS|51 0%T'^/c o 

X H-NMR (CDC 1 3 , 9 0MHz) : 6 1. 3 6 (s, 9 H) , 
3. 91 (s, 3H), 4. 03 (s, 3H) , 4. 45 (s, 2H), 7. 0 
~7. 9 (m, 11H), 8. 66 (d, J=4. 4Hz, 1 H) 
^ft##rM (FAB-MS, m/z) :4 4 0 (M + +l) 

Emmies 

N- (4- 7^D7x^) -N' - (4- [ (6, 7- : Jt h^->-4- 
^ 4»>] 7 X -;U) ^frpj (2 0 3) 

6, 7-v>y H + S/-4- (4-7;;7i; + y) *y 'J > (1 OOmg) 
ZbJljL> (10m J) i;|«Lfci, 4-7;WD7x-W-fV">7 
*-h (52mg) £JD;U 2 4^Jni^ML/Co 7&$£g£U g^£?n 
o*;UA/y ^;-;K100/l) T"Jg§Sf 5 > »J "h*f ft/iiy 2*9 07^7 

SjS<?MfcM![£3 2mg, JR$2 1%T'^ e 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 5 3. 9 3 (s, 3 H) , 
3. 95 (s, 3H), 6. 50 (d, J=4. 9Hz, 1 H) , 7. 15- 
7. 25 (m, 4H), 7. 4 0 (S, 1 H) , 7. 4 7-7. 5 0 (m, 3 H) 
■ 7. 59 (d. J=8. 6Hz, 2H), 8. 50 (d. J=5. 5Hz, 
1H) , 9. 80 (brs. 1 H) , 9. 84 (b r s, 1 H) 

%mmm (fab-ms, m/z) :4 5o (m + +d 

^ifc0Jl6 6 

1 ~ (4-7 ;M-P7x_;t/) -2-i/7y-3- {4- [(6. 7-;n 
*is-4-*J 'J;tQ 7x~i) ^7>^> (2 0 4) 

I&feflJl 6 5Ti§b*l*:N- (4-7Md7x^) -N' - {4- [ (6< 
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7-^h + i/-4-+;'J^t*i/] 7*i*) ***U7 (3 3mgK 
5^*o^*.>A**#5>-f * K (31mg) % m*<D. vM Vfa fcTAx** 
7i>**Llb**U> (10ml) -KjHILfc. CCCTHF (1ml) fcjftjff 
ItzisJi-i K (1 6mg) £iD*S*THJH)I#Lfco fc&£g£U SIS* 
^dd*JI/A/^^V-;U (10 0/1) T?M*«'>'J*y**5A*n-7h 

1 H-NMR (CDClg, 90MHz) :<54. 0 3 (s, 3H), 
4. 05 (s, 3H), 6. 50 (d, J = 5. 1Hz, 1 H) , 6. 8~ 
7. 6 (m. 10H), 8. 52 (d. J = 5. 3Hz, 1 H) 
SffefttfHi (FD-MS. m/z) :4 5 7 (M + ) 

£Jfem 6 7 

N- (2-7 ^tQ7x^) — N' - {4- [ (6, h*»>-4- 
7x^) ^^-^1^7 (2 0 5) 

6, 7-S>y r%J/-4- (4-7;;7xy + y)>yiJ> (lOOmg) 
£h^x> (10ml) IcjD^jRLfc^ 2-7Wo7x-W>fV«>7 
*-h (0. 0 5ml) 2 4*nmigLfc, «S4 L, M?: 

1 H-NMR (CDC 1 3 . 9 0MHz) : <5 4. 0 3 (s, 3 H) , 
4. 05 (s, 3H). 6. 53 (d. J = 5. 3Hz. 1 H) , 7. 1~ 
8. 0 (m, 10H), 8. 5 3 (d, J = 5. 1Hz, 1 H) 

H*#tfrtt (FAB-MS, m/z) :4 5 0 (M + +l) 
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nmmi 6 8 

1- (2-7^07x^1/) -2-v7y-3 - (4- [ (6, 7-^>V h 
*:/-4-*yj;lQ **^3 !7^-;b} ^7-^> (2 0 6) 

H»J1 6 7Ti§bft*:N- (2-7;^d7x^) -N' - {4- [(6, 
7-vM h + '>-4-+y;;l/) 7x_jl/} i-X'yisT (4 2mg) „ 

i}->?w\*i/jij 7 ji+;m i K (3 7mg) , J&iiSOi/V v:/n b'^if-^ 
7i>%mitt*ls> (10ml) izmitio CCfcTHF (1ml) tcgjg 
L*:<>7^ K (2 0mg) £tD;im£T— Sfc«# I fc 0 £&£®£U 

^DDW^;-^ (10 0/1) TS^t-5'>'J77'7 y ;l/^7A^OT b 

y?7j -izXbmmi, ^©ft^K^lmg, J«9 9%-e#fc 0 

* H-NMR (CDC 1 g , 90MHz) :64. 04 (s, 3 H) , 

4. 0 6 (s, 3H) , 6. 5 3 (d, J = 5. 3 Hz. 1 H) , 7. 1- 
7. 6 (m, 1 OH) . 8. 4 7 (d, J = 5. 3 Hz, 1H) 
M5r#HI (FD-MS, m/z) :4 5 7 (M + ) 

HJS0J16 9 

N- (2-> F4i/7x-;l>) — N' - {4- [ (6, 7-i?/ h*£/-4- 
*JV)V) 7x-;H f-^frl^ (2 0 7) 

6. 7-?> h^.>-4- (4~7;;7x/^-» *y 'J > (1 OOmg) 
£h^x> (10ml) l:«|Lt^ 2-> ^y7x^W7i/7 

*-r (o. osmi) ^on*. 2 A^rmimmLtzo ®m*%£i^ 
?nn*ju*/t?;-ji, (100/1) T-gra-rsv/y#y;u#TA?D^ h 

* H-NMR (CDClg. 90MHz) :<5 3. 8 6 (s, 3H), 

4. 04 (s, 3H), 4. 05 (s, 3H) . 6. 52 (d, J=5. 3Hz, 
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1H), 6. 9-8. 1 (m, 10H), 8. 52 (d, J=5. 1Hz, 1 H) 
WM&VtG. (FAB-MS, m/z) :4 62 (M + +l) 

mmmno 

N- -N / - {4- [ (6, 1-*J* h*S/-4-* 

*jj/] 7x_;u? fj^_U7 (2 0 9) 
6, h*->-4- (4-7U7x/ + y) +7 »J > (8 0mg) * 

h^x> (10ml) iziammim, 2-*+*7*^A**4v*/7*- 
h (0. 0 4ml) 24l$Hto*ffl*Lfco «HE^«*U KSE^^o 

nMA/jfij-A, (100/1) 7?gHt5'>'J W*7A^D7h^7 
7-r-lcJ:t)ffl«U £ffi©fl:£4&£3 1mg. iR$26%?^ 0 

H — NMR (CDCl-g, 9 0MHz) :<52. 38 (s, 3 H) , 
4. 03 (s, 3H) , 4. 04 (s. 3 H) , 6. 50 (d, J=5. 3Hz. 
1H) , 7. 1-7. 8 (m, 10H) , 8. 50 (d, J = 5. 3Hz, 1 H) 
(FD-MS, m/z) : 44 5 (M + ) 

mmm 1 7 1 

N- (3-y^;l7x-;lQ -N' - {4- [ (6, h*>izlz± 
y UJl/) jjrSj 7x£Jb) ^7 1/7 (2 1 1) 
6, h**>-4- (4-7U7x; + y) +yj > (81mg) * 

(10ml) {cjn&&ft¥l*:&, 3 -> f^Vx-^fff V 5/7*- 

k (o. 0 4mi) ita^s isammMmiiz* jww**u 

1 H-NMR (CDC 1- , 9 0MHz) : 5 2. 4 0 (s, 3 H) , 
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4. 0 3 (s, 3H) . 4. 0 5 (b. 3H) , 6. 5 2 (d. J-5. 1Hz. 
1H), 7. 1-7. 8 (m, 10H), 8. 51 (d, J = 5. 3Hz, 1 H) 
SCfitftfrM (FD-MS, m/z) : 4 4 5 (M + ) 

HSS0J17 2 

1- (2-^;U7x-;b) -2-V7J-3- (4- [ (6. 7-vy h4- 
->-4-*yu ;t,) t±jy] 7x-;H 7T-Vy (2 10) 

Wmi 7 0Ti§t>ti*:N- (2-yf-;U7x-;U) -N' - {4 - [ (6, 
T-V/ h + ^-4-^y ,,, U ) -j-^yj 7i -, u} f.* 9UT ( 24mg) % . 

•>^^o^i/;^;^^ ; K (4 5mg) N MftftaSM' v^n t°;Ux*;l, 
7S >*£fc;C*i/> (7ml) fcfcJBLfco CClcTHF (1ml) lc&#L 
fc^7*S K (2 8mg) £to*.miST-Bfeai# L fc 0 &$£g£U 
□ D*;bA/^^y-jU.(i 0 0/1) T?«r45/iJ*m7A?n7|^ 

1 H-NMR (CDC 1 3 . 5 0 0MHz) :62. 36 (s, 3H) . 
4. 03 (s, 3H). 4. 04 (s, 3H) , 6. 46 (d, J-5. 5Hz, 
1H) . 7. 3 0-7. - 4 5 (m. 9 H) , 7. 5 0 (s, 1 H) , 8. 4 9 

(d, J = 4. 9Hz, 1H) 

MMfttfrM (FD-MS, m/z) :45 3 (M + ) 

^&0J17 3 

1- C3-* *A,7*-*) -2-->7y-3- {4- [ (6. 
;>-4-*y>l;u) 7x-^) yr-i?> (2 12) 

7 lTi#t>ft*:N- (3-^;b7x-;l/) -N' - {4- [ ( 6> 
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i K (35mg) N *M v7d f;Uxf-;u 

7S>££{b/^U> (6ml) fcSJBLfco CCCTHF (1ml) CgJBL 

fc*7*$ k (2 3mg) zmm&"c-m#itzo mzmu &m>? 

uu*)\,U/t* J-)\, (l 0 0/1) ^imtZ> : s*)ii>f)\,t>7Utu-?Y>? 

* H — NMR (CDClg , 5 0 0MHz) : $2.-38 (s, 3H) , 
4. 0 3 (s, 3H) , 4. 0 4 (s, 3H) . 6. 4 8 (d. J = 5. 5 Hz, 
1H), 7. 10-7. 4 5 (m. 9H), 7. 51 (s, 1 H) , 8. 48 
(d, J = 5. 5Hz, 1H) 

(FD-MS. m/z) :4 5 3 (M + ) 

^&#J17 4 

^16002 2T*§fc4 - h >J-n >-l -y h*«>y f^7 x ;-;|, 
(1. 3g) ir^8Rffi04- (h U7;l/^o> h*2/) <>'/>f;U ^nn<> 
V-Ol^oy K (6 7 4mg) £?on*;UA (5m l) c«J»U rfHRSot* 
X (HJ7x^MX7^ » (II) ? d U K (8mg) £A*U 

(2. Og) ^fh7tKD77> (4ml) 7k (5ml) £6N 

«K*»tt (15ml) «D*T8l#B»«Lfco a£;S^*i^DD^^ 

- tw«t t) mi u mmoit^m 2 . 1 g 

SS^tffM (FD-MS. m/z) : 2 8 2 (M + ) 
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75 

(4-Mj7^ay^> >7x^) (4- [(6, 7-^h^>- 4 - 
*J U;lQ £4^/] 7x_;b} y^y > (2 8 4) 

^ (581mg) imi£D n n 04-x/^^7^y t">Ji?> (2 7 7mg) 

(2 0ml) -vAtl, 7*^>ftjrFaa4WLfc. 1*M*4- 
^no- 6 , 7-^h*2/*yij> (4 6 0mg) 2 4*nftDft« 

^Dvh^77^-ic«I:t3f|$s!^ Kfc*oo**A/lWx** (5/1) t 

4 7 Omg, JK$4 9%"e$fc 0 

1 H-NMR (CDClg, 5 0 0MHz) : 5 4. 0 3 (s, 3 H) , 
4. 07 (s, 3H), 6. 66 (d, J=4. 5Hz. 1 H) , 7. 28 (d. 
■ J-8. 5 Hz, 2H) .7. 3 5 (d. 3=8. 7 Hz, 2H) , 7. 4 6 
(s. 1H) , 7, 47 (s. 1H) , 7. 89 (d. J = 8. 5Hz, 2H) , 
7. 92 (d. J=9. 2Hz, 2H), 8. 59 (d. J=4. 5Hz. 1 H) 
(FD-MS, m/z) :4 6 9 (M + ) 

fUfe#J17 6 

4->ht->7x-;b 4- 3- K7x-;U » h > (##fln 
mBSn D D©^hny^> (10ml) iK mH5 D D D ©7-y-;u (i. 0 8 g) <h 
mBSn D D ©4-3~hX>^;^D.; K (2. 6 7 g) imiSn D D ©>f y 
A (I I I) M7;!^Dy*>x,u**- h (6 2 0mg) ^Jn^ N 6 Otic 
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t i mm l tz 0 Rrtss^tt** t ? o □ * ji a T^ii^ ? n d * a, 

f-bT-SMtZ •> 'J 75? ^Art 5 A ? d -7 h /7 7 7 -f - fc J: 5 fg$g u SJiOft 
£«-7 2 2mg N C*21«T#*:o 
MJHJftS -(FD-MS. m/z) :33 8 (M + ) 

H»J17 7 

4-bKo^->7x^ 4-3- K'7x_A h > (jjMEfll) 
£»0U 1 9T»fc4-y h + v'7x-;U 4 -3 - K7i^;U >r h > 
(7 2 2mg) ^dd^> (2 0ml) izi&mU *#T1. 0M*'u> 
M'7d* K-y^Do^>M (9ml) £fln;U ffl*«#Lfc 0 lBfe& 
KJ&££ftl£#Zk'v&tt, t TKi ? o d tWl/AT^i L tZo tan MW&f&k 

•> 'J * y;^ 7 P7 h ^ 7 7 7 -i -l-«kt)*fS¥U ^ji® 
ft£#£3 8 0mg N )R$5 5rafco 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 56. 89 (d. J = 
8. 6 Hz, 2H) , 7. 4 4 (d, J = 8. 5 Hz, 2 H) , 7. 6 5 (d, 
J=8. 6Hz. 2H), 7. 92 (d, J=8. 5Hz, 2 H) , 10. 47 
(s, 1H) 

Hibj-tfrfil (FAB -MS, m/z) :3 2 5 (M + +l) 

fs»m7 8 

{4- [(6, 7-^ ht'>-4-4/'JJb) ^->3 7x-M (4-3 
- K7x-A0 (2 8 5) 

Tb3>fmr> n»m 2 0T»fc4-tKo*«>7i^ 4-3- K7 
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x-;U yh> (3 8 0mg) t 4 - V* *)IT i J tf <J (15 8mg) £ 
*->U> (llml) *^At«Mi*a»Lfc. 2HfBMI4--^dd-6. 7- 
^ h*S/*yi/> (2 6 2mg) «p* % 1 Wn*«*-Lfc 0 
?D£&*^ h >j ^ ATK^i * d o + ;bAT^iS^ * o d * A 

H^nn^A/f^x^ (5/1) TjggitS 

*H-NMR (CDC 1 3 , 5 0 0MHz) : 54. 03 (s, 3H) , 
4. 07 (s, 3H) , 6. 6 6 (d, J = 4. 9 Hz. 1 H) , 7. 2 7 (d, 
J=7. 6Hz, 2H), 7. 46 (s. 1 H) , 7. 47 (s, 1 H) , 
7. 54 (d, J = 8 . 6Hz, 2H), 7. 88 (d, J = 7. 9Hz, 2H) 

. 7. 9 0 (d, J =8. 6Hz, 2H) , 8. 5 8 (d, J = 5. 5 Hz, l 

H) 

M##fte (FD-MS, m/z) : 5 1 1 (M + ) 
^Jfeflll 7 9 

mgSn D D ©-hp/*> (10ml) ^ miS a D D 07~y~^ (i. 08g) t 
mKo D o04-7 > D^>^;^ Dl ; K (2. 20g) ifflR&o-f 
A (I I I) h y 7**0** h (6 2 0mg) ■ *Jo;U 6 Otic 
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H — NMR (CDC 1 3 . 5 0 0MHz) : 5 3. 8 9 (s, 3H), 6. 
97 (d, J = 8. 6Hz. 2H), 7. 62 (d, J = l. 8Hz, 2H), 

7. 62 (d, J = l. 8Hz, 2H), 7. 80 (d, J=9. 2Hz, 2H) 
MftfttfHI (FD-MS, m/z) :2 9 0 (M + ), 2 9 2 (M + +2) 

H»J18 0 

4-b Kp*'>7x-;U 4 -70^7 j. > 

ntfomi 22-e^fc4-y h + ->7x-;b 4-^7x^ >rb> 
(1. 6 5g) *^dd^> (2 0ml) l:SI?U *^T1. 0M**d> 
HJ7*o$ h'-^DD^>g| (2 3ml) *jDi N Sfi*JE#Lfc 0 life 

* H — NMR (DMSO-dg, 5 0 0MHz) : 56. 90 (d, J = 

8. 5 Hz, 2H) , 7. 6 1. (d. J =8. 5 Hz, 2 H) , 7. 6 6 (d, 
J-8. 6Hz, 2H), 7. 74 (d, J-8. 5Hz, 2H), 10. 46 
(brs, 1H) 

KSatfrffi (FD-MS, m/z) :2 7 6 (M + ) . 2 7 8 (M + +2) 
^fii0J 18 1 

(4- [(6, ^->3 7x-M (4-7* 

°*2*£Jkl **J> (2 8 6) 
7^^>««TF N fUfeflll 2 3T»fc4-t KD^->7x-;b 4-7*0*7 
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x^;U ^rh>(l. 182g) t4-i?t1-)\,7 i J (5 7 3mg) 

*+fl/>(37ml-) *^A*lWI«!»Lfc 0 3 0M4-^oa-6, 7 
-5>* >J> (9 5 4mg) lttflDJ»**Lfco KftflM* 

(5/1) TjBHt*JW->»J*y;U^o-7h^5 7 4 ^ 
£J;t>«fiKU a«©Tt^^l. 5 7 4 g^ JR*7 9«-e»fc 0 

^H-NMR (CDC J 3 , 5 0 0MHz) : 6 4. 0 5 (s, 3H), 
4. 0 6 (s. 3H) , 6. 6 6 (d, J =4. 9 Hz, 1 H) , 7. 2 7 (d, 
J-8. 6Hz, 2H), 7. 46 (s, 1 H) t 7. 47 (s, 1H), 
7. 65 (d. J-7. 9Hz, 2H). 7. 70 (d. J-8. 5 Hz, 2 H) 
. 7. 90 (d, J-8. 6Hz, 2H), 8. 58 (d, J=5. 5Hz, 1 
H) 

WKMfHl (FD-MS, m/z) :4 6 3 (M + ) , 46 5 (M + +2) 
18 2 

OjjZjfJJ^^JLD. 2*lEJ£ (2 8 7) 

(2 3 2mg) *MUx> (5ml) 4>^Atu MfcrfS|RS©N 
-yf-*tX5 5?> (61mg), tf'j^A t-^h + vK (6 7mg) N 
t"X (Fij7xiA*X7^» /<??*A (I I) *n>; K (7mg) *jn* 
1 0 0W1 7i«W»Lfco KJG«M«ft»MM:* h 'J 7A*®fc£ 
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t is >; t yji * d v h 7 4 - k j: i) mm i . ss©ft&» 5 3 m g > 

* H-NMR (CDC 1 3 , 5 0 0MHz) : 6 2. 3 7 (s, 3H) , 
2. 58 (t, J = 5. 5Hz, 4H), 3. 41 (t. J=5. 5Hz, 4 H) 
. 4. 04 (s, 3H), 4. 06 (s. 3H), 6. 63 (d, J = 4. 9H 
z. 1H) , 6. 9 2 (d, J = 9. 2 Hz, 2H) . 7. 2 5 (d, J = 
8. 5 Hz. 2H) , 7. 4 5 (s, 1H), 7.-51 (s, 1 H) . 7. 8 1 
(d, J = 8. 5Hz, 2H), 7. 87 (d. J=8. 6Hz, 2 H) , 
8. 56 (d, J = 4. 9Hz, 1 H) 

(FD-MS, m/z) :4 8 3 (M + ) 

nmm is 3 

{4- [(6 , 7-^h^->-4-^;')i) t4^]7x-M 
J 7 x-;lQ (2 8 8) 

7^3*>^,^ ^feflll2 3T$§rt:4-fc KD + ^7*i^ 4-7n^7 
x - ;b (2 32mg) £h;Ux> (5ml) *^A*U »CrfflR n c &©* 

^*U> (5 2mg) x ^MJ9A t-7*h*i/K (67mg) N tfx (M 
7xiA*X70) ^r^A (1 I) * D i;.K (7mg) fctnifeft,, 

1 0 0 1 * 1 mm ik 0 mm&tottmmi- h 9 * D n * * 

*fcJ*&ftfcM* % ^oo*;l,A/lIxf;b (5/1) -MM***!* ij 
* WD7 ^'^^ - t«k 0?IS!| U XKDfl;M« 3 2 m g. l 4 % 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 3 4 (t, J = 4. 9H 
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z. 4H) , 3: 8 8 (t, J = 4. 9H 2 , 4 H) , 4. 0 4 (s, 3 H) , 
4. 0 7 (s, 3H) , 6. 6 4 (d, J = 5. 5 Hz, 1 H) , 6. 9 2 (d, 
J =9. 2 Hz, 2H) , 7. 2 6 (d, J = 7. 3 Hz, 2 H) , 7. 8 3 
(d, J=9. 2Hz, 2H), 7. 87 (d, J = 8. 5Hz, 2 H) , 
8. 5 6 (d, J =5. 5Hz, 1H) , 7. 4 9 (s, 1 H) , 7. 5 1 (s, 
1H) 

M#M(FD-MS. m/z) :4 7 0 (M + ) 

nmmi 8 4 

i4-[( 6, 7-^h^->-4-^;'J^) t^yl 7x^) f4-b:' 

T;b3*>^-f N ^jfe^ji 2 3~?'&tz4 -t Kd + ->7x-A 4-7*0*7 
^rh> (2 3 2mg) ^h^x> (5ml) c^Att, KfcrfnfcSOfcf 
(4 3mg) N 7-M7A t -7h + -> K (6 7mg) % h'x (M 
7lZW77 ^) '<59*J* (I I) *o«J K (7mg) ^Jo^^ i 0 
0°C^lB$fe^L/z o ^M^^iafn^b^ h 'J ^A*^^ DD ;^A? 

7 o a AS^t^tKJSSK -7 7 A TteBft L £ 0 «ET»iSE©±» 
»te>*lfcgaS£ N ^DD^^A/^Ixf^ (5/1) T«Bf *Wi5/iJ*y 
^D7h^^-i:^isu 8W©fc£4**4 5mg, a«2 0K?ff 

H-NMR (CDC 1 3 , 5 0 0MHz) : 62. 0 5-2. 08 (m, 4 
H) , 3. 3 8-3. 4 1 (m, 4H) . 4. 0 4 (s, 3H) , 4. 0 6 (s. 
3H) , 6. 5 7 (d, J = 9. 2 Hz, 2 H) , 6. 6 2 (d. J =4. g H 
2. 1H) , 7. 2 4 (d. J =8. 6 Hz, 2H) , 7. 4 5 (s, 1 H) , 
7. 52 (s, 1H), 7. 82 (d. J = 9. 2Hz, 2H) , 7. 84 (d, 
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16 0 

J=8. 5Hz, 2H), 8. 55 (d. J = 4. 9Hz, 1 H) 
M#flffc (F.D-MS. m/z) :4 5 4 (M + ) 

mmmi 8 5 

(4- [(6, 7--//h^y-4-^;'J^) ^->] 7x-;M U-bf 
-^7x-Jb] y > (2 9 0) 

x-;U ^h> (2 32mg) £h;bx> (5ml) *^A*U MlCrffS£o n n©b: 
^U5?> (5 1mg) > i-h'J^A t-7-h + yK(67mg) x b'x(h'J 
7x-;U*X7 4 » ^°7^7A (I I) K (7mg) fctoifcft. 

4ft»&tifc»ai* % ?DD*^A/iiif^ (5/i) -cRHi-sawai/u 

H-NMR (CDC 1 3 . 5 0 0MHz) : 51. 68 (brs, 6H) , 
3. 3 8-3. 3 9 (m, 4 H) , 4. 0 4 (s, 3 H) , 4. 0 6 (s. 3 H) 
. 6. 63 (d. J=4. 9Hz. 1 H) , 6. 89 (d. J=8. 6Hz, 
2H) , 7. 2 5 (d, J = 8. 5 Hz, 2H) , 7. 4 5 (s, 1 H) , 
7. 5 2 (s, 1H), 7. 8 0 (d, J =9. 2 Hz. 2H) , 7. 8 6 (d, 
J = 8. 6Hz, 2H), 8. 56 (d, J=4. 9Hz. 1 H) 
5ffi#$Fflli (FD-MS, m/z) :4 68 (M + ) 
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H»J18 6 

N- {2-J. h^y-4~l :'7x^) -N' - {4- [ (6, 7 - V£ 
^-4-4;'J;i) **ciy] y^-M 71/7 (2 2 2) 

6, 7-i>V h + (4-7^7x; + -» +;ij> (5 2mg) £ 

h^x> (5ml) KigjgU h'Jx^^T^ > (1ml) £flD;ifc&, MJ 7 
tx^> (52mg) *Jd^ n 2^fiKWKa«Lfco Rfc»fc2-y K + 
-If7x-;UT5 > (1 0 3mg) *Jn^ N l 3awSflMBtL*:. KJ&ttCg 

o**i>/7*h> (10/1) T'Jg§|« »J ^Y^fjy A* D7 |. ^ 57-f 
-KckOftSHU M©^«5*8 9mgs 9 8 

2 H-NMR (CDC 1 3 . 5 0 0MHz) : 5 3. 6 7 (s, 3H) , 
4. 00 (s, 3H), 4. 04 (s, 3 H) , 6. 44 (d, J=5. 5Hz, 
1H) , 6. 8 6 (d. J = 8. 5 Hz, 1 H) . 7. 1 0 (d, J =8. 6H 
z. 2H), 7. 21-7. 37 Cm, 4 H) , 7. 43 (s. 1 H) , 
7. 5 3-7. 5 9 (m, 5H) , 7. 7 9 (s, 1 H) , 8. 4 1 (s, 1 H) 
. 8. 48 (d, J=4. 9 Hz, 1H), 8. 53 (d, J=2. 4Hz, 
1H) 

nmavm (fd-ms, m/ Z ) :52i .(m + ) 

18 7 

_N- (2, 6-^V7*ae;W7x~;U) -N / - {4- [(6, 7-^yK 
*v-4-*y»J;t,) Z±=lM (2 2 3) 

6, 7-2* F + (4-7;;7x; + ^) *y >J> (5 4mg) £ 

(5ml) WMU h'Jx^;U7$> (lml) £]&D;l*&, MJ 7 
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**y> (5 3m g ) zm*.. 8timtinmmitz 0 Kmmiz2, 6-^77 

u\L)i7-\)y (0. 0 5ml) £Jn;i, 1 5 ^Mfc^ Uc e 5E;£&ic&g 

*;UA/7-trh> (1 0/1) TJg^1--5^';^y^7!77A^D^h^77^- 
{w«tDiitg!U &i0fl:&$l£6 9mg, JR$7 6%Tli£ 0 

X H-NMR (CDC1 3 , 5 0 0MHz) : 51. 2 6 (m, 12H) , 
3. 3 9 (m, 2H) , 4. 0 3 (s, 3H) , 4. 0 4 (s, 3H) , 
6. 0 9 (b r s, 1H) , 6. 28 (brs, 1 H) , 6. 4 2 (d, J = 
5. 5Hz, 1H), 7. 08 (d, J=8. 5Hz, 2 H) , 7. 26 (m, 
1H) , 7. 2 9-7. 4 0 (m, 5 H) , 7. 5 3 (s. 1 H) , 8. 4 6 
(d, J = 4. 9Hz, 1H) 

W&ftVrtiH (FD-MS, m/z) : 4 99 (M + ) 

fHfc0U8 8 

N- (2-^no-4-~hD7x-;l>) -N' - {4- [ (6, 7-v?y h 
^■>-4-^yj;i/) t4^y] 7x-;l/} 9U7 (2 2 4) 
6, 7-^h+v'-4- (4-7i;7 i y + /)+;'J> (10 4 rag) 

^•h^x> (lomi) izmtmrntft^ 2-?uu-a--yu?x.-)\,j 
v->7^-h (i5 0mg) *anix lo^iaiiBJwaraELyto ft&LT*K&& 

* H-NMR (DMSO-d g, 5 0 0MHz) : 5 3. 9 4 (s, 3 H) , 
3. 9 5 (s, 3H) . 6, 4 6 (d, J = 5. 5Hz, 1 H) „ 7. 2 4 (d. 
J = 9. 2Hz, 2H) , 7. 3 8 (s, 1 H) , 7. 5 1 (s, 1H) , 7. 
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6 2 (d, J = 8. 6 Hz, 2H) , 8. 2 3 (m. 1 H) , 8. 3 5 (m, 
1H). 8. 46 (d, J = 5. 5Hz, 1 H) , 8. 57 (m, 1H). 
8. 84 (b r s, 1 H) . 9. 85 (b r s, 1 H) 
nmmm (FD-MS, m/z) :4 9 4 (M + ) , 4 9 6 (M + + 2) 

H»J18 9 

N- (3-^Do-2-y h^->7x-;U) -N' - {4- [ (6. 
h*is-4-*J •Jj.-jl) fruy (22 5) 

6, 7-i>V h*:>-4- (4-7i;7x; + y) 4-7 V > (58mg) £ 
h;i,x> (5ml) tti^L^^ 3-^on-2-n^«/ 7x -;Kv 
^7*-h (0. lml) Zjja^ 2 2»MLfc 0 ^^D^A 
/7-feh> (1 0/1) TW5->'J*™7A^D7h^77^|;J;f3 
*IS2!U SlOf^MTSmg, K$8 0%-?r^/c o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 73 (s, 3H), 
4. 0.2 (s. 3H), 4. 05 (s, 3H) , 6. 47 (d, J=5. 5Hz, 
1H) , 7. 01-7. 06 (m, 2 H) , 7. 1 5 <d, J=8. 5Hz. 
2H) , 7. 4 3 (s, 1H) , 7. 5 2 (d, J =9. 2 H z. 2H), 
7. 57 (s, 1H), 7. 81 (s, 1 H) . 8. 16-8. 1 9 (m, 2 H) 
. 8. 50 (d, J=5. 5Hz, 1H) 
Wmmm (FD-MS, m/z) : 4 7 9 (M + ) , 48 1 (M + + 2) 

wtm 19 0 

N- (2-^DD-6->f;l7x-^) -N' - {4- [ (6. 7-^y K 
4'>-4-^y'J;b) jjfrs/j (2 2 6) 

6. 7-^y h**>-4- (4-7; y 7W**» +;'J>(5 2mg)4 
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h;bx> (5ml) tzmt&feMUz^ 2-^DD-6-yf;l/7x^;K y-> 

(o. imi) ^sn^, i m®mf&&miizo ^miT^tz^r B m 

flfcU h^i>T^t^CiiCj;^^Jl<Dfb^^6 lm g> JR$7 4%T*§ 

fee 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 2. 2 8 (s, 3 H) , 
3. 94 (s, 3H), 3. 94 (s, 3H) , 6. 43 (d, J=4. 9Hz, 
1H) , 7. 18 (d, J = 9. 2 Hz, 2 H) , 7. 2 0-7. 3 6 (m, 3 
H) , 7. 38 (s, 1H), 7. 52 (s, 1 H) , 7. 59 (d, J=9. 
2Hz, 2H). 7. 98 (s, 1 H) , 8. 45 (d, J=5. 5Hz, 1 H) 
,9.03 (s, 1H) 
W&tiVrm (FD-MS, m/z) : 4 6 3 (M + ) ,4 6 5 (M + + 2) 

1 9 1 

N- (3-^oa-6-^ h*i/7±-Jl) -N' - {4- [ (6, 7-9/ 
h4->-4-^yj;b) 7x~;U} fri/7 (2 2 7) 

6, 7-i^y h*i/~4- (4-7;;7x7 + '» +7 U > (5 2mg) £ 
(5ml) \cmm®Mltz'&, 3-^DD-6->h4 i i/7xz;WV 
i/7^-h (1 1 lmg) £Jq*. n 2 9£®1mmmLltz 0 g2E£*na*;UA 
/7-feh> (10/1) TJg§at<2>^'J^'!r;U^7A^n^h/7 7>f-JiJ;t) 
*ISgU &e©>(l:&$l£8 4mg N JR^l 0 0%Tntz o 

1 H-NMR (CDC 1 3 , 5 00MHz) : 6 3. 6 0 (s, 3 H) , 
3. 9 9 (s, 3H) , 4. 0 5 (s, 3H) , 6. 4 6 (d, J =4. 9 Hz, 
1H) , 6. 6 9 (d, J =8. 5 Hz, 1 H) , 6. 9 0 (m, 1 H) , 
7. 11 (d. J=9. 2Hz, 2H) , 7. 42 (s, 1 H) , 7. 5 3 (d, 
J =8. 5 Hz, 2H) , 7. 5 8 (s, 1 H) , 7. 8 2 (s. l H) , 
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8. 32 (m, 1H) ,8. 48 (d, J = 5. 5Hz, 1 H) , 8. 5 2 (s, 
1H) 

H5#tfHI (FD-MS, m/z) :4 7 9 (M + ) , 48 1 (M + + 2) 
I»J19 2 

N- (4-?DD-3--ba7x-;l/) -N' - {4- [ (6, 7 - ^ H 
*v-4-*y 'J jiQ 7^-^} fruy (2 2 8) 

6, h**>-4- (4-7§y7*y*i/) (5 2mg) 

h^x> (5m 1) .IzmimmLiz^ 4-^nD-3--hD7z-;Kv> 
7*-h (224mg) £in*. % 8 £HftjRStt L tz 0 tttiilT £izm&£M& 

u h;bx 5 d i jet QmmQit&mz 1 2 5 m g> IK^7 5 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 3 (s, 3 H) , 
3. 95 (s, 3H), 6. 46 (d, J = 4. 9Hz, 1 H) , 7. 21 (d, 
J -8. 5 Hz, 2H) , 7. 3 8 (s, 1 H) . 7. 5 1 (s. 1 H) , 
7. 6 0 (d, J = 8. 5 Hz, 2 H) , 7. 6 5 (s, 1 H) , 7. 6 7 (s, 
1H) , 8. 3 1 (s, 1H) , 8. 4 6 (d, J =4. 9 Hz, 1 H) , 
9. 0 1 (s, 1H) ,9. 2 7 (s, 1H) 

M»*r* (FD-MS. m/z) :4 6 3 (M + ) , 46 5 (M + + 2) 

MWJ19 3 

N- (2, 4->^on7x-;l/) -N' - (4- [ (6, 7->^ h*>>- 
4 'J;i/) *±j/\ 7*-Jl>] (2 2 9) 

6, 7- : Jt h + i/-4- (4-7^7x/ + v') +y;> (53mg) £ 
h;Ux> (5ml) IwMi&flPLfc^ 2, 4-^oo7i^y^_ 
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h (115mg) &1jq^ 2 0£mU\lf&mMltZo Vr&lTZtz&ikZmmL 
h ;Ux >T"&&t I Z. t iZ J: 0 &M<Dit&fy}& 7 4 m g , 8 5 %T^fc 0 

* H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 4 (s, 3 H) , 
3. 9 5 (s, 3H) . 6. 4 5 (d, J = 4. 9 Hz, 1 H) , 7. 2 2 (d, 
J =8. 6 Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 4 0 (m, 1 H) , 7. 

5 1 (s, 1H) , 7. 5 9 (d, J =9. 2 Hz. 2H) , 7. 6 2 (m, 1 
H) , 8. 21 (d, J=9. 2Hz, 1 H) . 8. 40 (s, 1 H) , 8. 4 

6 (d, J=5. 5Hz, 1H) , 9. 56 (s. 1 H) 
ffi##HI (FD-MS. m/z) : 4 8 3 (M + ) 

W&mi 9 4 

N- (2, 6-^QQ7x-;l/) - N' - {4- [ (6, 7 - v;/ h4->- 
4-*yj;l/) 7x-;U} 7 1/7 (2 3 0) 

6. 7-^ (4-7;/7x7 + y) *y>J > (5 2m g) £ 

h;Ux> (5ml) JcSn^^L^ 2. 6 - d d 7x-H y ->7*- 
h (12 5mg) ZM^s 12»l»L/: 0 tfriH LT££ijg||£igIXU 
h ;Ux & - 1 lc d; 0 gg<D>(tS$j£ 8 1 m g „ 9 6 %T~'&iz 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3H) , 
3. 94 (s, 3H), 6. 43 (d, J = 5. 5Hz, 1 H) , 7. 14- 
7. 2 0 (m, 2H) . 7. 3 2 (dd, J =7. 9. 7. 9Hz, 1 H) , 
7. 3 8 (s, 1H) , 7. 5 1-7. 5 4 (m, 3 H) , 7. 6 0 (d, J = 
9. 2Hz, 2H). 8. 23 (s, 1 H) , 8. 45 (d, J=5. 5Hz. 
1H) , 9. 0 9 (s, 1H) 

ifSb^^HI (FD-MS, m/z) : 4 8 3 (M + ) 
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N- {4- [ ( 6, h*i/-4-*j 7x-;U - 

N' - [1 - (l -i-y+jU) .x^;U] 2±Z C2 3 1) 
6, 7-v>V K + (4-7^7x; + y) +;ij> (5 4mg) £ 

hJix.> (5mi) i- (1-^-7^) x^v^^ 

-h (0. 0 5ml)^ 1 OO^ram^ii^L^o »^dd*W 
7*h> (1 o/l) T'jg^f ^i/'J^y;U^7A^D-7 h^^7^ -{ci^i^ 

H — NMR (DMSO- dg, 5 0 0MHz) : 6 1. 5 5 (d, J = 

6. 7H 2 , 3H), 3. 93 (s, 3 H) . 3. 94 (s, 3 H) , 4. 62 
(m, 1H) . 6. 39 (d, J=4. 9Hz, 1 H) . 6. 79 (s, 1 H) , 

7. 11 (d, J = 9. 2Hz, 2H), 7. 36 (s, 1 H) , 7. 49- 
7. 5 8 (m, 7H) , 7. 8 3 (m, 1 H) , 7. 9 4 Cm, 1 H) , 8. 1 
7 (m, 1H) , 8. 4 2 (d. J =5. 5Hz, 1 H) , 8. 5 2 (s, 1 H) 

MtaWM CFD-MS. m/z) :4 9 3 (M + ) 

%38mi 9 6 

N- (2-n-yH7*^ ) -N' - (4- [ (6, 
Z±ZJL±L^ ±>0 7x^1 ^7 (2 3 2) 

6, 7-xV h + v-4- (4-7;;7x/ + y) +yij> (1 1 9mg) 
*^(12b1)CHU Mx*/U7 5>(2. 4ml) fcfcifcft, 
M 7 (133mg) «d* n 2^BWDJlWl«Lfce KJ6*K2-n- 

^7x_^7i> (0. 1 3ml) fcjD*.^ 1 0#r B W&gjftL* o KJSft 
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£?DD*;UA/7-feh> (4/1) TSBW* > U AfJlfiyl*? d^? h?? 
7< -lwctt)1t^L> $JB©^^»*1 3 Omg, J»6 9%Ti§fc e 

1 H-NMR (DMSO-dg. 500 MHz) : 6 0. 9 2 (t. J = 
7. 5Hz. 3H), 1. 3 2-1. 4 0 (m, 2H), 1. 50-1. 57 
(m, 2H), 2. 59 (t. J=8. 9Hz, 2 H) , 3. 93 (s. 3H), 
3. 94 (s, 3H), 6. 44 (d. J = 4. 9 Hz, 1 H) , 6. 98- 

7. 0 2 Cm. 1H) , 7. 12-7. 17 (m, 2 H) , 7. 1 9 (d, J = 

8. 9Hz, 2H), 7. 51 (s, 1 H) , 7. 58 (s, 1 H) , 7. 59 
(d, J=8. 5Hz. 2H), 7. 71-7. 75 (m. 1 H) , 7. 89 
(s. 1H), 8. 46 (d. J=4. 9Hz, 1 H) . 9. 11 (s, 1 H) 
ftS##H! (FD-MS, m/z) : 47 1 (M + ) 

HJ&0J1 9 7 

N- Q-xF^-^fej^x^) -N / - {4- [(6, 7-vVf 
*^-4-*y U~jb) frjj/j 7x-;t/} g_U7 (2 3 3) 

6, 7-S>y h*->-4~ (4-7^7xy + i/) *y <J> (131mg) 
£h;Ux> (10ml) KM^U h»Jxf-^7 5> (2ml) *Jnx.fc«> 

M;7**y> (2i3m g ) tm, 2£MMK»tL*:o kje*k:3-7 5 

h y £A7Rfcft£Jn*.> P»xf-^T2!Hl}|imiL^*«Ji*tSftl 

^DDtW7th> (1 0/1) T-IP§t5v"J*W7A^D7h^7 

^-KiDIIMU mm<Ott,&m2 1 4mg, 1R$10 0%« 0 

1 H-NMR (CDC 1 3 . 500MHz) : 6 1. 36 (t, J = 7. 3H 
z. 3H), 4. 02 (s, 3H), 4. 05 (s, 3H), 4. 36 (q. J 
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= 7. 3Hz, 2H). 6. 45 (d. J=5. 5Hz, 1 H) , 7. 13 (d. 
J = 9. 2Hz, 2H), 7. 3 8-7. 4 5 (m, 4 H) , 7. 48 (d, J 
= 9. 2 Hz, 2H) , 7. 5 6 (s, 1 H) , 7. 7 5 (d, J =7. 3 Hz, 
1H), 7. 80 (d, J-7. 9Hz, 1 H) , 7. 90 (s, 1 H) , 
8. 48 (d, J=4. 9Hz, 1 H) 
Kft##HI (FD-MS. m/z) :4 8 7 (M + ) 

HWJ19 8 

N- (2, 3--^nD7x-;b) -N' - (4- [ (6, 7-?y 
iz^yjJAQ ^-/] 7x^^} frU7 (2 3 4) 

6, 7 -it/ Mr*- 4- (4-7U7x; + »+yi;> (5 2mg) £ 
h;Ux> (5ml) fctojfcfcj* Lfclk 2, 3-^oD7xz;Ky-m- 

> (o. 0 5mi) 2o&r$m®&mitz 0 ar^^DD^w 

7-b h> (1 0/1) T?SHt«->'J*W*^A^D-7 
£!U aH©^tt*8'4mgx JR*1 0 0%T*#*: o 

X H-NMR (CDC1 3 , 5'0 0MHz) : 5 4. 0 0 (s, 3H) , 
4. 0 5 (s. 3H) . 6. 4 5 (d, J =5. 5 Hz. 1 H) . 7. 11- 

7. 17 (m. 4H), 7. 4 1 (s, 1 H) , 7. 5 3 (d, J = 9. 2Hz, 
2H) , 7. 57 (s, 1H) , 7. 91 (s, 1 H) , 8. 22 (d. J = 

8. 5Hz, 1H), 8. 48 (d, J=5. 5Hz, 1 H) , 9. 12 (s, 
1H) 

M##Hi (FD-MS, m/z) :4 8 3 (M + ) 
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N- (2, 4-^dd7x^) -N / - {4- [ (6. 7-v>V h*->- 
4-*7'J;b) 7x^;l/) 7U7 (2 3 5) 

6, 7-<>V H4->-4- (4-7U7x; + y) *7 <J> (5 8mg) £ 
h;l/X> (5ml) {cJnE^L^ 2, 4 - v ? o o 7 xXJM' 7 v7*- 
h (9 3mg) ^Jd^ 2 0^^0^31^17:0 fcfcitm&t a a^jlA/r-t 
b> (1 0/1) TJl^-rS>"My^^7A^Dvh^7 7^ -K^^U 
6 9 m g N |R$ 7 3 %Tit fc 0 
H-NMR (CDC 1 3 , 5 0 0MHz) : ,5 4. 0 4 ( s . 3H) , 
4. 0 6 (s, 3H), 6. 4 7 (d, J =4. 9 Hz, 1 H) , 6. 9 8 (d 
d..J=2. 4, 8. 5Hz, 1H), 7. 19 (d. J=8. 5Hz, 2H), 
7. 2 5 (s, 1H) , 7. 2 9 (s, 1H) , 7. 3 9 (s, 1 H) , 
7. 43 (s. 1H), 7. 52 (d, J=8. 5Hz, 2H), 7. 56 (s, 
1H) , 8. 4 0 (d, J = 2. 4 Hz, 1 H) . 8. 5 0 (d, J = 4. 9H 
z. 1H) 

KS##fM (F D-MS, m/z) :4 8 3 (M + ) 
Hifefll2 0 0 

N- (3, 4->^aP7x-;t/) -N / - {4- [ (6, 7-->V 
4-^y ii;U) ^-^j/] 7x->»l/} 9b7 (2 3 6) 

6, 7-SM h*«>-4- (4-7$;7x;*«»*;iJ>(5 1mg)4 
h;bx> (5ml) iztiammim, 3, 4-^DD7xi;Wvm- 
h (102mg) Ztiaz.^ 85t^Mj1MI^o flr^ lT§fc&ii£2&SKU h 
5 C £ lw £ £ 7 1 m g> J» 8 4 %T^7t 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 4 (s, 3H) , 
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3. 95 (s, 3H), 6. 44 (d, J = 4. 9Hz, 1 H) , 7. 14- 
7. 2 4 (m, 2H) , 7. 3 4 (m, 1 H) , 7. 3 8 (s, 1 H) , 
7. 50-7. 52 (m, 2 H) ,7. 59 (d, J=9. 2Hz, 2H) , 
7. 88 (s, 1H), 8. 46 (d, J = 4. 9Hz, 1 H) , 8. 92 (s, 
1H) . 9. 00 (s, 1H) 
nmfttiim (FD-MS, m/z) :4 8 3 (M + ) 

H»J2 0 1 

N- (3, 5-^DQ7x-;b) -N' - {4- [ (6; l_z21 
4-*yj;l/) 7x£jj »U7 (2 3 7) 

■6..7-yy h + S/-4- (4-7;;7i;^i/)+;iJ>(53m g )^ 
K;bx> (5ml) KjqftfcJBLfctlU 3, 5-^DD7x-Hy^- 
r (7 6mg) £flo;U 8£IHHina&fc«Lfco 0rtfiLT*fc|&6*i8KU 
x >m^f^Ccbir«ke)^JS©^^7 5mg N C$8 7»T»fc 0 

X H-NMR (DMSO-dg, 50 0MHz) : (53. 93 (s, 3 H) , 
3. 9 4 (s, 3 H) , 6. 4 4 (d, J =4. 9 Hz. 1 H) , 7. 1 5 (s, 
1H) , 7. 2 0 (d, J =9. 2 Hz, 2 H) , 7. 3 8 (s, 1 H) , 
7. 5 1 (s, 1H) , 7. 5 4 (s, 1 H) , 7. 5 4 (s, 1 H) , 
7. 5 9 (d. J =9. 2 Hz, 2H) , 8. 4 6 (d, J =4. 9 Hz, 1 H) 
. 9. 00 (brs; 1H), 9. 07 (brs, 1H) 
M^ffiS (FD-MS. m/z) :4 8 3 (M + ) 
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m&M2 0 2 

N- (4-7QQ-2-- hP7x-JlQ — N' - {4- [ (6, h 
*»>-4-*7 'J;l) ;f4^>] 7x_;U} 71^7 (2 3 8) 

6, 7-->V h*i/- : 4- (4-7^-7*/*>0 *y U> (1 2 3m g) 
£h;bi> (12ml) K]ta&&j$? L 4 - ? n n- 2 -- h d 7 x^;H- 
~V>7*-}> (17 2mg) 1 4fimmm&8lUz 0 iff Ifl L T cj 

«U h^x>T-^1-^C<!:(cJ:l9^©^»l 7 4mg. JR^8 5 

X H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz. 1 H) , 7. 23 (d, 
J = 7. 3 Hz, 2H) . 7. 3 9 (s, 1 H) , 7. 5 1 (s, 1 H) , 
7. 62 (d, J = 7. 3Hz, 2H) , 7. 79 (d, J=9. 2Hz, 1 H) 
, 8. 14 (s, 1H) , 8. 3 5 (d, J =9. 2 Hz, 1 H) , 8. 4 6 
(d, J=5. 5Hz, 1H), 9. 62 (s, 1 H) , 10. 0 (s, 1 H) 

M#flHi (FD-MS. m/z) :4 9 4 (M + ) , 4 9 6 (M + + 2) 

HJS0J2O3 

N— (2-7U-4-^do7x-^) -N' - {4- [ (6, 7-v^ h 
*->-4-*/ 'J;lQ 7x-;U} (2 3 9) 

N- (4-7np-2--ho7x-;l>) -N' - {4- [ (6. 7-vV h 
fi/-4-+yj^) ^-^'>] 7x-;U} ^1/7 (15 8mg) ^^dd^A 
/**y-;b/7k (10m 1/7 0ml /5ml) K&#U f-^SKSf-^ HJ 7 
(1. Olg) £JD;U 6 0iCICT3 7^P a m^Lyro ^DDUAf2lsIlfl 

&iKmmmnm*?&ft^ m*m+ t v ^x-mitzo meet 

i§&£S£U SI^^o*W7-irh> (1 0/1) T«mmtZi/Vi7¥ 
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* H-NMR (DMSO-dg, 5 0 0MHz) :d3. 94 (s, 3H), 
3. 9 5 (s, 3H) , 5. 09 (brs, 2H), 6. 4 3 (d, J =4. 9 
Hz, 1H) , 6. 5 7 (m, 1 H) , 6. 7 8 (d, J =2. 4 Hz, 1H) , 

7. 17 (d, J = 9. 2Hz, 2H), 7. 34 (d, J = 8. 6Hz, 1 H) 
. 7. 38 (s, 1H), 7. 51 (s. 1 H) , 7. 57 (d, J = 8. 5H 
z. 2H) , 7. 7 7 (s, 1H) , 8. 4 5 (d, J =4. 9 Hz, 1 H) , 

8. 89 Cs, 1H) 

H&0J2O4 

N- (4- f (6, 7-vy h*i/-4-*J >J;U) y^-jiv - 

6, 7-v?y b*S/-4- (4-7;;7xy + '» (75mg) £ 

Mbx> (7ml) CIMU 4ml)a^ 
h'J7*xy> (201mg) l^Mii^Lfco RJ»{c2-t'll 

^>rt;M**tM K (1 0 2mg) 3HfflttD«a*L*:o fcfomzmm 

-cm u mm* b u •> a -aoi l * 0 ftsrsim u * D □ 

* ;U * h X 1 0 / 1 ) TWIt 5v"J*W7A^D7h/5 7 ^ 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 54. 06 (s, 3H) , 

4. 06 (s, 3H), 6. 49 (d, J = 4. 9Hz, 1 H) , 7. 20 (d, 

J=9. 2Hz, 2H), 7. 43 (m, 1H), 7. 57 (s, 1 H ) , 

7. 59 (m, 1H), 7. 7 1 (d, J = 9. 2Hz, 2H) , 7. 97 ( m> 
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1H), 8. 28 (d, J=7. 9Hz, 1 H) , 8. 50 (brs, 1 H) , 
8. 68 Cd, J = 4. 9Hz, 1 H) , 10. 1 (brs, 1 H) , 10. 7 
(b r s, 1H) 

MAfiffim (FD-MS, m/z) :4 4 4 (M + ) 

mmm2 0 5 

N- (3-?nn-4, 6->M h^^7x_;U) - N' - {4- [ (6. 7 
-•^^^-/-4-^;'J^) 7x-i) (2 4 1) 

6, h*!/-4- (4-7i;7x; + -» +;'J>(54mg)^ 

h;Ux> (5ml) KfEf&®Mltz&, 3-*do-4. 6-^Vh + i/7x- 
;^Vi/7^-h (76mg) ^Jd^ 1 8£H2n»3«EL;fco £Jfc$fc£*o 
o*jl,x\/7-t? h> (10/1) TJS^t^^'My^^^A^Dv h^77^ 
-iw<k«£gU ^g<Dft&tl£9 3m g> JR^l 0 0%Tl#^ o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 7 6 (s, 3 H) , 
3. 87 (s, 3H), 4. 02 (s, 3H), 4. 05 (s, 3 H) , 

6. 4 6 (d, J =5. 5 Hz, 1H) , 6. 4 9 (s. 1 H) . 7. 1 3 (d, 
J =8. 5 Hz, 2H) , 7. 2 0 (s, 1 H) , 7. 4 2 (s, 1 H) , 

7. 50 (d, J=8. 5Hz, 2H), 7. 57 (s, 1 H) , 7. 59 (s, 
1H), 8. 12 (s, 1H), 8. 48 (d,-J=5. 5Hz, 1 H) 

Mfi^tfrM (FD-MS, m/z) : 5 09 (M + ) , 511 (M + + 2) 

H»J2 0 6 

N- (4-^PP-2-yf^7x^;l/) -N' - {4- C (6, h 
*is-4-*; y*~)l) <?V7 (242) 

6, 7-v?y h + i/-4- (4-7;;7x;=fy) *yj > (5 5mg) £ 
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h;Ux> (5ml) izlmimmit:^ 4-^ oD-2-yf;l/7xz;Wy-> 
7*-h (9 0mg) &1jd^ 2 6^0.f^Lfc o VitiilTZtzmikZmW 

H-NMR (DMSO-dg, 5 0 0MHz) : 52. 26 (s, 3 H) , 
3. 9 4 (s, 3H) , 3. 9 4 (s, 3H) , 6. 4 4 (m, 1 H) , 
7. 18-7. 2 0 (m, 3 H) , 7. 2 5 (s, 1 H) . 7. 3 8 (s, 1 H) 
- 7. 51 (s, 1H) , 7. 5 9 (d, J =9. 2 Hz, 2 H) , 7. 8 7 
(m, 1H) , 7. 99 (s, 1 H) , 8. 4 5 (m, 1 H) , 9. 1 5 (s, 
1H) 

9M&*m (FD-MS, m/z) :4 6 3 (M + ) , 4 6 5 (M + +2) 
H*6fll2 0 7 

N- (2-^pp-3-yfi7x-Jb) -N' - {4- [ (6, 7-v?y K 
^i/-4-^y 7x-M frU7 (2 4 3) 

6, h + (4-7i;7x; + y) *y y > (52mg) * 

hJl*> (5ml) lito^^L^ 2-7Do-3-y^7x^Kv^ 
7*-h (0. 2ml) ^rjQ^s 12»ML^ 0 RJfiW*** no** 

A/r*h> do/1) Tgra-rs>";*y;u*5A^D-7h/57^-{z < t 

t)«*!U ^S<D{b&tl£ 3 Omg, JR$3 7%T-^7t 0 

1 H-NMR (CDC 1 3 , 5 OA MHz) : <5 2. 2 8 (s, 3 H) . 
4. 0 0 (s, 3H) , 4. 0 3 (s, 3H) . 6. 4 1 (d. J =4. 9 Hz, 
1H) , 7. 0 9-7. 1 5 (m, 4H) , 7. 3 7 (s, 1H), 7. 3 9 
(s. 1H), 7. 42 (d, J=8. 5Hz, 2H), 7. 55 (s, 1 H) , 
7. 61 (s, 1H), 7. 72 (s, 1 H) , 8. 44 (d. J=5. 5HZf 
1H) 
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XM&Vm (FD-MS, m/z) :4 6 3 (M + ) , 4 6 5 (M + + 2) 
»J2 0 8 

N- (3-7;;-4-^DQ7x^) -N' - {4 - [ (6, 7-S?y h 
*->-4 -^7 U;i/) j^vj Z^Bikl 171/7 (2 4 4) 

N- (4-^oD-3-^hD7x-;l/) -N' - {4 - [ (6, V 
* : s-A-*J *))V) 7x-;U} (1 OOmg) £*do*;I,A 

/y^y-^/Tk (5m 1/1 5ml /3ml) lz]$f&U *5JiS6IH- M; $ A 
(3 5 8mg) ^rto^ x 6 0°ClCT2 0M^L/io * Do*^AT.2EH4tfJ 

Ht*S*U »^DDtwbA/7th> (l 0/1) -PgHtSS/'Jayvrt/ 
* 5 A ? o h 7 4 -fc J; & MR U .*ao<fc^«5* 3 9 m g . JR¥ 4 1 % 

1 H-NMR (DMSO-dg, 50.0MHz) :63. 94 (s, 3H), 
3. 95 (s, 3H) , 5. 3 0 (b r s, 1H) , 6. 4 5 (d. J = 
5. 5 H z, 1H), 6. 6 4 (m, 1 H) , 7. 0 2 (m, 1 H) , 7. 0 6 
(d, J=8. 6Hz, 1H), 7. 20 (d, J=9. 2Hz, 2H) , 

7. 39 (s, 1H), 7. 52 (s, 1 H) , 7. 57 (d, J=8. 6Hz, 
2H) , 8. 4 7 (d. J = 4. 9 Hz, 1H), 8. 5 6 (s, 1 H) , 

8. 73 (s. 1H) 

WMftftfe (FD-MS, m/z) : 4 65 (M + +l) 
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l£»J2 0 9 

N- (3-^ h*$/7*Pb';lQ -N / - {4- [ (6, 7z21 h*'>-4- 
±J_±Ad ±±±2 7x-;U} frU7 (2 4 5) 

6, 7-v?y 4- (4-7^y7x7 + -»>y >J> (5 1mg) £ 

h;l/X> (5ml) Icio^^Ls h'Jxf;l/7i> (1ml) £1jQjLtz'&^ h 

»;7*xy> (5 4m g ) 2^r B m^^L^ 0 £i£&i-3-y h*i/ 
7-Dt°;uT^> (o. 0 5mo zuqa.. i2ft®ijafmmitz 0 Kmmz&m 

mi- b »; 7AtK^^SD^ ^x^^T2Is]tt{±}L^^^^D^7K 
■Cftfr U flftkftft*- h 'J * AT** L fc„ «ETffl«*B4 U gflt£ * a a 
*;UA/7-feh> (10/1) T'Jg§Tf S^Urt^U^A^av h^7*r - 
«wJ:t)*ttfU &m<Dit&®*5 lmg N JR*7 2%T»fc 6 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 61. 82 (m, 2H) , 
3. 31 (s, 3H), 3. 39 (m, 2H), 3. 50 (t, J=4. 5Hz, 
2H) , 4. 0 3 (s, 3H) , 4. 0 4 (s, 3H) . 5. 65 (brs, 
1H) , 6. 44 (d, J-4. 9Hz. 1 H) , 7. 10 (d, J=8. 7H 
z. 2H) , 7. 41-7. 55 (m, 4 H) , 7. 5 5 (s, 1 H) , 
8. 46 (d. J=5. 5Hz, 1 H) 
K*£*HI[ (FD-MS, m/z) : 4 1 1 (M + ) 

HWJ210 

N- (2-y Y*is3-*)\,) -N' - {4- [ (6, h*v-4-* 
yjMQ *±i/] 7x-;b} OUT (2 4 6) 

6, 7-vV h*f-4- (4-7=;7x;+-» *J *)> (52mg) £ 
bJlx.> (5ml) IcJidSM&HU h'Jx^;U7S> (1ml) £fln;Lfc& N h 

•J7*xy> (54m g ) tjpi. s^BUKnt^. Kettle 3 
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x.*)VTiy (0. 0 5ml) «rJn^ N 8 £rttlD*Sffi I *:«> SiEftHftSfcK* 

^/T4rh> (10/1) TJHg8-t5->'J.*y;U*7A^D-7h^7^-tci 

1 H-NMR (CDC 1 3§ - 5 0 0MHz) : 5 3. -3 6 (s. 3H) , 
3. 3 6.-3. 5 3 (m, 4 H) , 4. 0 3 ( s . 3 H) , 4. 0 3 ( s , 3 H) 
. 5. 81 (brs, 1H), 6. 43 (d, J=5. 5Hz, 1 H) , 
7. 8 7 (d, J =8. 5 Hz. 2H) , 7. 4 0 (s, 1 H) , 7. 4 5 (d. 
J = 9. 2 Hz, 2H) , 7. 5 5 (s, 1H) , 7. 9 2 (s, 1 H) , 8. 
45 (d, J=4. 9Hz, 1H) 

M£$rtt (FAB-MS, m/z) :3 9 8 (M + +l) 

N- {4- [ (6, b*is-4-*/ U;U) *±jS} 7x_;b} - 

N' - (2-b°'J ^Mf^k) (2 4 7) 

6, 7-C^ h**>-4- (4-7U7x; + «» *J >J> (5 2mg) * 
h;Ux> (5ml) fcflQ&jgg?U h'Jif-;U7^> (1ml) *Jaifc^ h 
>)7**Y> (54mg) *jD^-2»nBJDJ»ii«Lfco EJfittfc 2 - tf U 
* f-)lT I > (0. 0 5ml) 1 2 aHJn&fiffi I fc G SJSttlcftB* 

Jl2*/7*h> (10/1) T'g|!§t 5 'J * f ^ A 5 A ? o 7 h ^7 7 ^ - 1; 
•kOflWU m<D<t&®Z7 6mg N JR*l 0 0%T^ o 
* H-NMR (CDC 1 3 , 5 0 0MHz) :54. 00 (s, 3H), 



r 
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4. 01 (s, 3H). 4. 58 (d. J=5. 5Hz, 2 H) , 6. 3 9 (d, 
J = 5. 5Hz, 1H) , 6. 6 6 (m. 1 H) . 7. 0 5 (d, J = 9. 2H 
2. 2H) , 7. 18 (m, 1H) , 7. 3 4 (d. J = 7. 9Hz, 1 H) , 
7. 39 (s, 1H), 7. 45 (d, J = 9. 2Hz, 2H), 7. 54 ( s , 
1H) , 7. 6 6 (m, 1H) . 8. 4 0 (b r s, 1H) , 8. 4 3 (d, J 
= 5. 5Hz, 1H), 8. 47 (d, J = 4. 9Hz, 1 H) 

nmm cfd-ms, m /o =430 (mV 

^#12 12 

N~ [ (4-t e r t --y f^7x^) y^UJ — N' - {4- T (6. 7 

7*-M (2 4 8) 

6. 7-y> h*v-4- (4-7;;7x^y) *y -j > (5 0mg) £ 
C5ml) fcJirtMMIU Mx*/b7S> (1ml) fcjDifcfc, h 
lj7 ^ y> (55mg) *Jni N 2»IHBBJl!a«Lfco SMl: (4-t e r 
t-^A7*i*) ^^7;>(0. 0 5m J) *Jo*. % 1 2^RSAlfMtt 

*u aai*^DD**A/7-feh> do/1) TMt8fj*m7A 

H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 9 9 (s, 3 H) , 
4. 01 (s, 3H), 4. 38 (d. J = 5. 5Hz. 1 H) . 5. 81 (b 
rs ' 1H) - 6 - 38 (d, J=4. 9Hz, 1H), 7. 02 (d, J = 
9. 2Hz, 2H), 7. 20-7. 40 Cm. 7H) . 7. 52 (s, 1 H) , 
7. 64 (s, 1H) , 8. 4 0 (d, J = 5, 5Hz, 1H) 
M&tm (FD-MS, m/z) : 4 8 5 (M + ) 
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3 

N- {4- [(6, h*->-4-*y 'J;tQ 7x-;M - 

N' - (3-fc°U g^MjW tUT (24 9) 

6. J**S/-4- (4-7;;7xy + y) (5 2mg) £ 

h;Ux> (5m J) fcflQ£ti$ft?U hUx*;U7S> (1ml) £;fo*fcfc„ h 

(56mg) £Jd* % 2^HtalM9ttL^. Sfcfcfc 3 - t e <> 
/ *;b7 S > ( 0 . 0 5 m 1 ) £ Jd*^ 1 2 &IBtoJKM L tz 0 Sl&ttl^S* 

^A/7-t?h> CI 0/1) TS§at--S'>U*y;U^5A^nvhy5 7^~{C 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 93 (s, 3 H) , 
3. 9 4 (s, 3H) , 4. 3 4 (d, J =5. 5Hz, 2H) , 6. 4 0 (d, 
J =4. 9Hz. 1H). 6. 7 2 (t. J =6. 1Hz, 1 H) . 7. 12 

(d, J = 9. 2Hz, 2H), 7. 3 5 (m, 1 H) , 7. 3 7 (s, 1 H) , 
7. 50 (s, 1H), 7. 53 (d, J = 9. 2Hz, 2H) , 7. 72 (d, 
J = 7. 9 Hz, 1H) , 8. 4 3-8. 4 6 (m, 2 H) , 8. 5 3 (s, 1 
H) , 8. 7 3 (s, 1H) 

ttaVm (FD-MS, m/z) : 4 3 0 (M + ) 

HJ60J2 14 

N- {4- [(6, 7-^F^->-4-4;'J;P) tt^3 7x~jl>) - 
N' - (4-g'j$^M?;lQ frU7 (2 5 0) 
6, 7-i?y h*<>-4- (4-7;;7x>/*'» *y »J > (5 2mg) £ 
(5ml) fcJn&ffifflPU h>Jxf-;U7^> (1ml) SrJn**:'^ h 
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>)7*xY> (53mg) ^ftiis 2^HttnMdBIELA:e ^J6ttC4-e«J 

^^;b7^> (o. 05mo zua^ i2^mmmMmitz 0 Kfomtzmm 

;UA/7*h> (10/1) "egSat5^U*y^*7A^nvh^7-f-K 
*t>*WHU MKDft^4 Omg, JR*5 4KT?f*fc 0 

1 H-NMR (CDClg, 5 0 0MHz) : 54. 01 (s, 3H) , 
4. 0 3 (s, 3H) , 4. 4 3 (d, J = 5. 5 Hz, 2H) , 5. 9 7 (m, 
1H), 6. 40 (d. J = 5. 5Hz, 1 H) , 7. 08 (d, J=9. 2H 
2. 2H) , 7. 2 0 (d, J =5. 5 Hz, 2H) , 7. 3 8 (s, 1 H) . 
7. 42 (d, J = 8. 6Hz, 2H). 7. 54 (s. 1 H) . 7. 81 (s, 
1H) , 8. 4 2 (d, J = 5. 5 Hz, 1 H) , 8. 4 9 (d, J =6. 1H 
z. 2H) 

Jtt&fftt (FD-MS. m/z) :43 0 (M + ) 
^J£0>J2 1 5 

N- {4- [(6, tz21 \±j£zJjZ±llM 7x-;H - 

N' - F (4- ^>W;y7x^) Ag^] 7U7 (2 5 1) 

6, 7-^V h+;>-4- (4-7^7xy + i/) +7>J> (51mg) £ 
(5ml) tc^&ASU h'jxf-;U7^> (lml) £to;ifc& N h 
'J7*xy> (5 5mg) £flD*. N 2»ltWMWtLfco Sfcftfc (4-v^f- 
^7^7x-;0 y**7$> (104mg) «d*. 1 25ffltaft*ftLfc. 

a»*^Do*w7th> do/1) «t5^^m5A^D7 
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Vh-NMR (DMSO-dg, 5 0 0MHz) : 82. 87 (s, 6H), 
3. 93 (s, 3H), 3. 94 (s, 3 H) , 4. 18 (d, J=5. 5Hz, 
2H), 6. 40-6. 43 (m, 2 H) , 6. 70 (d, J = 9. 2Hz, 2 
H) , 7. 13 (d, J = 8. 6 Hz, 2H). 7. 14 (d, J =8. 6Hz, 
2H), 7. 3 7 (s, 1H) , 7. 5 1 (s, 1 H) . 7. 5 2 (d. J = 
9. 2Hz, 2H). 8. 44 (d, J=4. 9Hz, 1H), 8. 57 (s, 
1H) 

(FD-MS, m/z) :4 7 2 (M + ) 

HJ&0J2 1 6 

N- {4- [ (6, 7-> ? y>*->-4-4V 'J4Q **/) 7x-Jl/) - 
N' ~ (3, 5--;-Fd7x-^) ft>7 (2 5 2) 

6, 7-v?y h*J/^4- (4-7J;7iy*y) +7 U> (5 4mg) £ 
(5ml) {wjD^tflJBUfc^ 3, 5-^ha7x-;Kv 
h (81mg) £Jn;U 20ftffltim&Mltz o Rfc****? 00*0,^/7* 

h> (10/1) ^gHt«i/y*^U*5A^n-7h^7-f--lc<kt)fjMB!U 
^©{fc£«: 5 3 m g . JRlp 5 7 

*H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 4 (s, 3H) . 
3. 95 (s, 3H), 6. 46 (d, J = 4. 9Hz. 1 H) , 7. 24 (d. 
J = 9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 51 (s, 1 H) , 7. 
64 (d, J-8. 5Hz, 2H) , 8. 4 2 (s, 1 H) , 8. 4 7 (d, J 
-4. 9Hz, 1H), 8. 77 (s, 1 H) , 8. 77 (s, 1 H) , 9. 2 
1 (s, 1H) . 9. 73 (s, 1H) 

M»fftt (FD-MS, m/z) :5 06 (M + .+ l) 
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N- <££o^Hsj£ -N' - (4- [ (6t h*is-d-±/n 
to) t±kl y^-M (2 5 3) 

6, 7-*j/ h**- 4 - (4-7^77x7 + ^) (2 0 0mg) 

£h;l<x> (5ml) iztnmmim, *s9w<**/A,4y*,7*-Y 
(3 4 0mg) *Jd^ 8 0-9 01CT'3 0^IBBDjlMBPLfco ra6tt«c**Jn 

^^mttzo «ET«ttE*«5feU ?W*>DO**A/7*h> (1.0/ 

tt*2 1 0mg N JR^7 4%T'?l^o 

1 H-NMR (CDClg. 5 0 0MHz) : 51. 1 i~i. 22 (m, 2 
H). 1. 34-1. 4 6 (m, 2H) , 1. 56-1. 6 6 (m, 2H) , 

1. 68-1. 78 (m. 2H), 1. 9 6-2. 0 5 (m, 2 H) , 3, 64 
~3. 73 (m, 1H), 4. 05 (s, 6H), 4. 58 (d, J = 7. 9H 

2. 1H),. 6. 36 (s, 1H), 6. 46 (d, J = 4. 9Hz, 1 H) , 
7. 13 (d, J-8. 6Hz, 2H). 7. 42 (d. J=8. 6Hz, 2H) 
. 7. 42 (s, 1H), 7. 56 (s, 1 H) , 8. 48 (d, J=4. 9H 
z. 1H) 

(FD-MS, m/z) :42 1 (M + ) 

K»J2 18 

N~ (3, 4-Wo7i z^) -N' - H- [ (6. l**v 

Uj^ Z*3id ^7 (2_5_4) 

6. 7-^ h+.>-4- (4-75y7*y*S/) (50mg) £ 

^ 5ml ) fcfcttWPU MJi**7 5> (lml) h 
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>)7tXf> (55mg) Ztiax., $&mmA9LLiu 4-y7 
Jl*n7-<)> (6 6mg) £jo*, 2 0^MIU o EJ&fcK&K*$ 

A/74?h> (10/1) "C ! jgg§tS>";*W7!7 7A^DTh/5 7^-lw«t 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 54. 03 (s, 3H) , 
4. 06 (s, 3H), 6. 45 (d, J=5. 5Hz, 1 H) , 6. 96- 

7. 0 2 (m, 1H) , 7. 0 2-7. 1 0 (m, 1 H) , 7. 1 1 (d, J = 

8. 5 Hz, 2H) , 7. 41-7. 4 5 (m, 2H) , 7. 4 8 (d, J = 
8. 6 Hz, 2H) , 7. 5 8 (s, 1 H) , 7. 7 2 (s, 1 H) , 7. 7 4 
(s. 1H) , 8. 44 (d, J=5. 5Hz, 1 H) 

(FD-MS, m/z) :451 (M + ) 

^&0J2 19 

N~ (2, 4, 5-h'J7;l/tP7x->il/) -N' - {4- [ (6. 
h*>>-4 -*J UAQ ^4->3 7x-;l/} fruy (2 5 5) 

6, 7-2?y>*S/-4- (4-7$ ;7x^>» *y y> (5 0mg) £ 
h^x> (5ml) iCfloaft&jBU h'JiWi> (lml) SrJjD*.*:^ h 
»J7*xy"> (55mg) SdlUkMWKLfc. Rfc*K:2. 4. 5- 

M7;l/*o7^'J> (7 5mg) 2 O&ROftftSftL*:. 

a*j\,A/7*h> (10/1) -ZMmtZi' , )ii¥Jl>*7l<?u-?hy77j 
-kMimU m<Dlt&m5 8mg, JK^7 3%T-n^o 
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1 H-NMR (DMSO-dg. 5 0 0MHz) :<5 3. 94 (s, 3 H) , 
3. 95 (s, 3H). 6. 45 (d. J-5. 5Hz, 1 H) , 7. 24 (d, 
J = 8. 6 Hz, 2H) , 7. 4 0 (s, 1 H) , 7. 5 2 (s, 1 H) , 

7. 59 (d. J=8. 6Hz, 2H), 7. 62-7. 7 0 (m, 1 H) , 

8. 1 7-8. 2 5 (m, 1 H) , 8. 4 8 (d, J =4. 9 Hz. 1 H) . 
8. 76 (s, 1H) . 9. 23 (s, 1 H) 

KM&Vr& (FD-MS, m/z) : 4 6 9 (M + ) 

HflS«I2 2 0 

N- (2, 4. 6- h 'J7^ uy^jl) -N' - {4- [ (6. 7^-jM 
h*;/-4- *yj;U) 7x^1/} <7U7 (2 5 6) 

6, 7-i^y K + i/-4- (4-7;;7x^-» * J y > (50mg) £ 
h;bJL> (5ml) HMtiftffVU h'Jx^;U7$> (1ml) h 
'J7^^^f> (55mg) ^taAs ZAfttiammitZo KJStt»c2, 4, 6- 
h'J7A*D7i'J-> (7 5mg) fcto* N 2 0£NUnftS&L^ KJ&ftK* 

n*W7th> (1 0/1) ■C«W«fiJm*WD7h/77 (( 
-M«k*?*&8SU ^M0ft:&%£3 7rag, iR$4 7%T*f#fc 0 

X H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3 H) , 
3. 95 (s. 3H), 6. 43 (d. J-5. 5Hz, 1 H) , 7. 20 (d, 
J =8. 6 Hz, 2H) , 7. 2 9 (t, J =8. 6 Hz. 2 H) , 7. 39 
Cs, 1H) , 7. 5 2 (s. 1H) , 7. 5 8 (d, J = 8. 6Hz, 2H) , 
8. 07 (s, 1H), 8. 46 (d, J-5. 5Hz. 1 H) , 9. 14 ( s , 
1H) 
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MtftJril (FD-MS, m/z) :4 6 9 (M + ) 
H»J2 21 

N- (2, 3. 4-MJ7;^D7x-;i>) -N' - (4- f (6, 
h*^-4-*yj;lQ *4^>3 (2 5 7) 

6, h + (4-7^7 J cy + » +y u> ( 5 0mg ) £ 

hA<x> (5ml) (iJn^/SL, MJx^;l<7^> (1ml) ^JUn^jt^ h 
U7*7;y> (55mg) ^tjn^ 3#Rm&»Lfc 0 ££&lc2, 3. 4- 
h'j7^D7^'J> (75mg) 2 0fi®mm&MUz o Kfcmzfc 

v*jiA/7*h> (10/1) -emmtZi/*)ijYJH77A>;u-?\>r774 
-KcfcOffSU mm<D4t&®Zl 8mg, JR^2 3%T'f#^ 0 

* H-NMR (DMSO-dg, 5 0 0MHz) :53. 94 (s, 3H), 
3. 95 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 2 3 (d. 
J = 8. 6Hz, 2H), 7. 25-7. 33 (m, 1 H) , 7. 39 (s, 1 
H), 7. 52 (s, 1H), 7. 59 (d, J = 8. 6Hz. 2 H) , 

7. 8 5-7. 9 2 Cm. 1 H) , 8. 4 7 (d. J =5. 5Hz, 1 H) , 

8. 73 (s. 1H) , 9. 2 1 (s, 1 H) 
®S#tfHI (FD-MS, m/z) : 4 6 9 (M + ) 

^012 2 2 

N- (2. ^-^x-;!.) -N' - {4- [ (6, N*«> 

-4-*yj;l) t^] 7x-;H frb7 C2 5 8) 
6. h*i/-4- (4-7;;7 i 7 + >» +y;> (56mg) £ 
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h^x> (5mO'cjn«tfanu h'Jx^;U7$> (1ml) £:ta;Lfc8U h 
■J7**y> (66mg) fcfln*.. 3&®tiaM£L&Lliio KJ6*k:2. 5-^ 
h*->7xy> (1 02mg) fctaU 1 OdflMIXLfc. 5J6ft&Klt* 

^A/7-irh> (10/1) T 5 jg^-rS">'J^7>r;U^5A7D'7h^^7>f-{c 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 6 8 (s, 3H) , 
3. 78 (s, 3H) , 4. 02 (s, 3H) , 4. 05 (s, 3 H) , 

6. 46 (d, J=5. 5Hz, 1H), 6. 53 (dd, J = 3. 1, 8. 5 
Hz, 1H) , 6. 7 6 (d, J =9. 2Hz, 1 H) , 7. 1 3 (d, J = 
9. 2Hz, 2H), 7. 43 (s, 1 H) , 7. 52 (d, J=9. 2Hz, 
2H) , 7. 55 (s, 1H) . 7. 57 (s, 1 H) , 7. 78 (s. 1 H) , 

7. 91 (d, J = 3. 1Hz, 1H). 8. 49 (d, J=4. 9Hz, 1H) 

nmmm (fd-ms. m/ z ) : 475 (m + ) 

HJ60J2 2 3 

N- (3, ^>7x^) -N' - (4- [ (6. 7-S?y K*-> 

ZLiz±ZML*j±] 7xx;U} »U7 (2 5 9) 

6, 7-v>V r*i/-4- (4-7S/7*y*-» *y;> (53mg) * 
r^x> (5ml) KJU&&A?U h'Jx^;U7^> (1ml) ^Jn^^ s h 
*)7txf> (lOlmg) £Jn*_, 4^JoEjS^L^ 0 Rl&«(i3, 5-? 
* h+i/7x>;> (6 2mg) l 3 ^RmnHMBC L^ 0 EfSfcir&K* 



WO 97/17329 PCT/JP96/03229 

18 8 

h > (10/1) T-mmth <> U W*7A^D7 ^57^-|: 
£D*fS5!U SJe®{b^^8 5rag, JK^l 0 0%Ti#£ o 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 7 3 (s, 6H) , 
4. 0 0 (s, 3H) , 4. 0 3 (s, 3 H) , 6. 18 (s. 1 H) , 

6. 4 2 (d, J =5. 5 Hz, 1H) , 6. 6 0 (s, 1 H) , 6. 6 0 (s, 
1H), 7. 09 (d. J=8. 6Hz, 2H), 7. 40 (s, 1 H) , 

7. 4 5 (d, J =8. 6 Hz, 2H) , 7. 5 6 (s, 1 H) , 7. 6 8 (s, 
1H) , 7. 8 5 (s, 1H) , 8. 4 5 (d, J = 5. 5Hz, 1H) 

%M&Vrt& (FD-MS, m/z) :4 7 5 (M + ) 

HMI2 2 4 

N- (2, 3 -;7^P7x-;b) -N' - {A- C (6. 7-^y K4^> 
-4-4>"J; l,) 7xz;b} 9U7 (2 6 0) 

6, h**-4- (4-75^7x^**0 *yu> (50mg) * 

(5ml) Kj&n&fetfU h«Jx^;U7^> (1ml) £;ta;trt:& N h 
U7*7,y> (5 5mg) £fln;U 3^^DlftigSEL^o S^lc2, 3->7 
Wd7 ~ 'J > (51ml) 2 0#E^gaftl* o ^m.\z^Wm 

A/7*h> (10/1) T'iiggtS->'M^^5Ai7D-7h/57>f-^ < fc 
0*tS!U &S©fl:£^£6 0mg N iR$7 9%T^ 0 

X H-NMR (DMSO-dg, 5 0 0MHz) :<53. 94 (s, 3 H) , 
3. 9 5 (s, 3H) , 6. 4 5 (d, J = 4. 9 Hz, 1 H) , 7. 0 2- 
7. 08 (m, 1H) , 7. 1 1-7. 19 (m, 1 H) , 7. 2 3. (d, J = 
9. 2Hz, 2H). 7. 39 (s, 1 H) . 7. 52 (s, 1 H) , 7. 59 
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(d. J = 9. 2Hz, 2H), 7. 94-7. 99 Cm, 1 H) , 8. 47 
Cd, J = 4. 9Hz, 1H) , 8. 7 8 (s. 1 H) , 9. 2 5 (s, 1 H) 
M&ftVriHi (FD-MS, m/z) :45 1 (M + ) 

MWJ2 2 5 

N- (3, 5-y7^tQ7x^) -N / - {4- [ (6, 
-4 -^y'JJlQ 7x-^} 7U7 (2 6 1) 

6. h**>-4- (4-7S/7*y*-» */y> (50mg) * 

(5ml) ldn&fcfl?U Mx^;U7S > (lm J ) £JO/L/r&. h 
«J7-*^y> (55mg) 3AHIJniMBI£Lfco R£ttfc3. 5--77 

**or-U> (6 6mg) £J0;L N 2 0^WJD«a«Lfc o SJCttCtOMK 

A/7-feb> (1 0/1) ■CS5B^*'>'J*^;U*7A^oTh^77^ -Jtj; 

1 H-NMR (DMSO-dg, 500MHz) : 53. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d, J=4. 9Hz, 1 H) , 6. 75- 
6. 83 (m, 1H) , 7. 16-7. 26 (m, 4H) . 7. 3 9 (s, 1 H) 
. 7. 5 2 (s, 1H) , 7. 5 9 (d, J = 8. 6 Hz, 2H) , 8. 4 7 
(d, J=4. 9Hz. 1H). 8. 99 (s, 1 H) . 9. 12 (s, 1 H) 
HJfcMJftt (FD-MS. m/z) : 451 (M + ) 
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N- (2, 3, 6-F'J7MD7x^) -N' - {4- [(6, 
h^i>-4-^y ijji) 7x-;U} -7 1x7 (2 6 2) 

6, 7-vM h*<>-4- (4-7W7x; + ^) +y U> (5 0mg) £ 
h;Ux> (5ml) ICM^L, h 11x^7 $ > (1ml) £2)D;ifcgU h 
•J7*xy> (5 5mg) 3^MJDJftiS«ELfco Kfcttfc2, 3, 6- 

h 'J 7;U^d7xij > (5 3m 1 ) £7jD;is 2 O^MAdKdHELA:. SOSfcK^ 
®7k&* h 'J <7 A*fcfc«n* % W»if- AT 2 tb L HMMtttftfttt 

D*;i/A/7-t?h> (10/1) TWIti^ymA^A^DTh^?^ 

* H — NMR (DMSO-dg, 5 0 0MHz) : <53. 93 (s, 3 H) . 
3. 9 4 (s, 3H), 6. 4 4 (d, J =5. 5 Hz, 1 H) , 7. 15- 
7. 2 5 (m, 3H) , 7. 3 3-7. 4 4 (m. 2 H) . 7. 5 2 (s. 1 H) 
, 7. 5 9 (d. J =8. 6 Hz, 2H) , 8. 4 1 (s, 1 H) , 8. 4 6 
(d, J =4. 9Hz, 1H) , 9. 18 (s, 1 H) 
R*£flftt (FD-MS, m/z) :4 69 (M + ) 

^»J2 2 7 

N- (2, 6-v ; 7;M-d7xx;u) -N' - {4- [ (6, l_z21 t*± 
-4— *V'J;10 *±iS] 7x.-jl) *?V7 (2 6 3) 

6, 7-*/ h + ->-4- (4-75 77x7*;/) <J> (50mg) * 
h^x> (5ml) fcto&J&IPLfc^ 2, 6-^7^07x^7^74 
-r (10 4mg) «in**.3 0£MtaI^Lfc. tfrttiLT*rt:tSfi£jt3*u 
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1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 4 (s, 3H) , 
3. 9 5 (s. 3H) , 6. 4 4 (d, J =4. 9 Hz, 1 H) , 7. 13- 
7. 2 5 (m, 4H), 7. 2 8-7. 3 8 (m, 1 H) , 7. 3 9 (s, 1 H) 
.7. 5 2 (s, 1H), 7. 5 9 (d, J =9. 2 Hz, 2H) , 8. 15 
(s, 1H), 8. 4 6 (d, J=5. 5Hz, 1H), 9. 09 (s, 1H) 
Si^lfrt(FD-MS, m/z) :45 1 (M + ) 

HWJ2 2 8 

N- [2, 5 -e'x (M7;M-p^;lQ 7x-;U] -N / - (4- r Vfi. 
6, 7-i?y h + ^-4- (4-7;;7x; + y) *y .j> (50mg) £ 

h^x> ( 5ml > izmmmu m^;i^> ami) ^^./c^ h 

•J7*xy> (5 5mg) ^Jd^ SantoMAttL*. mmz2, 5-h*x 
<M7**d**a,) 7 -, ;> (79ml) *Jn* x 2 O^MfttfWittLfco 

»at**op*M,A/7-feh> (10/1) ?«8t«'>'Jm*7A^D7 

1 • 

H-NMR (DMSO-dg, 5 0 0MHz) : 63. 94 (s, 3H) . 
3. 95 (s. 3H) , 6. 45 (d, J=4. 9Hz, 1H) , 7. 24 (d, 
J = 9. 2Hz, 2H), 7. 40 (s, 1 H) , 7. 52 (s, 1 H) , 

7. 6 0-7. 6 6 (m, 3H) , 7. 9 5 (d, J = 7. 9Hz, 1 H) , 

8. 38 (s. 1H). 8. 4 6-8. 5 2 (m, 2H) . 9. 70 (s, 1H) 

j»£*h* (fd-ms, m / 2 ) : 551 (m + ) 
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HJ60J2 2 9 

N- (2. ^>7i^) -N' - {4- [ (6. 7 - >V h*-> 

-4-*/U;t/) 7x^1 7U7 (2 6 5) 

6, h*^-4- (4-7U7x; + y) +7 'J > (5 lmg) £ 

h;bx> (5ml) IwJofcfcJBU MJx?^7S> (1ml) £jD*.fc8L h 
'J7*xy> (72mg) £tD*^ 3#IMI&iB»ELfco K£ttK:2. 4-vV 
Hr*7-y> (6 0mg) £iD^L 1 l»IBBnflMB*Lfco 

A/7-t?h> (10/1) Tfiiati ^ 'J *^*7 D7 h /5 -CJ: 
Dtt«U mm®fc&®Z4 4mg, 3KT-fffco 

1 H-NMR (CDClg, 5 0 0MHz) : 53. 74 (s, 3H) , 
3. 8 0 (s, 3H) , 4. 0 3 (s, 3H) . 4. 0 5 (s, 3H) , 

6. 44-6. 5 1 (m. 3H). 7. 06. (s. 1 H) , 7. 12 (d. J = 
9. 2Hz, 2H). 7. 43 (s, 1 H) , 7. 49-7. 51 (m, 3H), 

7. 57 (s, 1H), 7. 8 6 (d, J = 8. 6Hz, 1 H) , 8. 4 8 (d, 
J = 5. 5Hz, 1H) 

(FD-MS, m/z) : 4 7 5 (M + ) 

H»J2 3 0 

N- (2-^dd7x-;U) -N' - {4- [ (6, 7 -if* h*->-4-* 
J*))V) 7x-;b) 71/7 (2 6 6) 

6. 7-vM b*^-4- (4-7i;7x; + -» +;'i>(52mg)$' 
h;Ux> (5ml) IztiQm&Mliz^ 2-^oo7x-Mvm-h 
(0. 0 5ml) $JD^ 3 0&tm$M8falfco R^*^od*W7 
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H — NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 0 1 (s, 3 H) , 
4. 05 (s, 3H), 6. 46 (d, J = 4. 9Hz, 1 H) , 6. 98 (d 
d, J = 7. 3, 7. 9Hz, 1H), 7. 14 (d, J=8. 6Hz, 2 H) , 
7. 26 (dd, J = 7. 3. 7. 9Hz, 1 H) , 7. 31 (d, J=7. 9 
Hz, 1H), 7. 43 (s, 1H), 7. 52 (d, J=9. 2Hz, 2 H) , 
7. 5 7 (s, 1H) , 7. 5 7 (s, 1 H) , 8. 2 4 (d, J =7. 9 Hz, 
1H) , 8. 3 7 (s, 1H) , 8. 5 0 (d, J = 5. 5Hz, 1 H) 
ffft##HI (FD-MS, m/z) :4 4 9 (M + ), 451 (M + +2) 

^Jfe#J2 3 1 

N- (3-? DP7x-;iO — N' - {4- r (6, 7-xy h*v-4-* 
7U;lQ ^>>] 7x-M fruy (2 6 7) 

6, 7-*V h**>-4- (4-7^7x/ + y) (5 2mg) £ 

(5ml) Kan&fcJSSlfcSU 2-;do7x^KV'/7^~ f> 
(0. 05ml) ^Jo^ 3 O^IJDM^Lfco &mm?nn*jUA/7 

(1 0/1) Tjggst^i/»;y7y;^7A^D-7h^7>f-ic«i:o^ssi 

H - NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 9 8 (s, 3H) , 
4. 03 (s, 3H) , 6. 41 (d, J=4. 9Hz, 1 H) . 6. 9 9 (d, 
J = 7. 9Hz, 1H) , 7. 0 9 (d, J =8. 5 Hz, 2 H) , 7. 16 

(dd, J = 7. 9Hz, 7. 9Hz, 1 H) , 7. 23 (d. J=8. 6Hz, 
1H), 7. 38 (s, 1H), 7. 4 2-7. 4 4 (m, 3 H) , 7. 5 6 

(s, 1H), 8. 13 (s, 1H), 8. 14 (e. 1 H) , 8. 4 4 (d, 
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J = 5. 5Hz, 1H) 
H«#tfHS (FD-MS, m/z) :449 (M + ) , 451 (M + + 2) 

HSfe0J2 3 2 

N- (2, 3-->*y ^->7x-;b) -N / - {4- [ (6. b*i/ 
Z±Z± I !Lik> £*±3 Z*£id (2 6 8) 

6, 7-?/ h + y-4- (4-7;;7x; + y) *>"J'> (5 2mg) £ 
h^x> (5ml) iCjJO&jgtfU h'Jxf-^7$> (1ml) *K\?Lfz^ Y 
V7*X?> (7 4mg) £Jd*. x 3^GIJD*ftiS«ELfco Kfc»fc2. 
h*i/T-U> (0. 05ml) £jtax.> 1 l^WiSSLfco SJCiftliRife 

fc*!>**«U $fi©fc&4&£8 3 nig, JR^l 0 0%Tmtz o 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 5 3. 7 2 (s. 3H) . 
3. 8 4 (s, 3H) , 4. 0 2 (s, 3H) . 4. 0 5 (s, 3 H) , 

6. 4 6 (d, J = 5. 5 Hz. 1 H) , 6. 6 2 (d, J =7. 9 Hz, 1 H) 
, 7. 05 (dd, J-8.-5/8. 5Hz, 1 H) , 7. 13 (d. J = 

9. 2Hz, 2H). 7. 43 (s. 1 H) . 7.-54 (d. J=8. 6Hz. 
2H) , 7. 5 8 (s. 1H) , 7. 8 5 (d, J = 8. 6 Hz, 1 H) , 

7. 88 (s, 1H), 8. 27 (s, 1 H) , 8. 50 (d. J=5. 5Hz, 
1H) 

MfcWrfl! (FD-MS, m/z) : 4 7 5 (M + ) 
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fUfe0J2 3 3 

N- (4-bKp^^7z^) -N' - {4- [ (6, 7-xV Hr->-4 

-*yj;u) 7x-i) frU7 (2 6 9) 

N- (4 — t>i?Wi/7x-;l/) -N' - {4- [ (6, 7->^ h + »> 
- 4 ■>;!/) 7z-;H (2 2 8mg) £N, N-S*y*4, 

*;l,A7$ K/^xf-;l/ (l 5 m j/2 Om 1) d&^U hVx.?JU7i> 
(4ral) ^Jd^/c^ 2 0%7kItfb'^v?<7A (1. 1 8 g) 7j<^' 
X^ffl^T^STl 5^™^L^ 0 SfSfc**:^ h5$U #££zg&ILfc 
«ts giI£?on*;bA/7-fe h> (10/1) TgBBt5 2/y*^;U^5A^. 
□ v h 7 ^ -iCi U &S0ft:&#l£l 8 8mg N JJWl 0 0%T'*§ 

'•-0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 63. 98 (s, 3 H) , 
3. 9 9 (s, 3H) , 6. 6 0 (d, J = 5. 5 Hz, 1 H) , 6. 6 8 (d, 
J=8. 6Hz, 2H), 7. 21 (d, J = 8. 5Hz, 2H), 7. 22 

(d. J = 8. 5Hz, 2H) , 7. 47 (s, 1 H) . 7. 6 0 (d, J = 
9. 2Hz, 2H) , 7. 6 1 (s, 1 H) , 8. 5 8 (s. 1 H) , 8. 5 9 

(s, 1H), 8. 98 (s, 1H), 9. 03 (s, 1 H) 

Mfi£tfr4I (FD-MS, m/z) : 4 3 1 (M + + l) 

HK60J2 3 4 

N- (4-7th»'>7xzjb) -N' - {4- [ (6, l-'J* b*i/-4 

-*yp;u) 7x-;u} 3U7 (2 7 0) 

N- (4-t + -N' - {4- [ (6, 7->M h + y-4 

>J;U) **•>] 7x-;H «7l/7 (4 7rag) %mt/*\s> (6ml) 
lw*»U h'Jxf;|,7; > (2ml) £JD**:SU MtKI^K (0. 5ml) * 
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Ifcfc.Lfco 8ET«i«*S*U '8l*^o-D*W7*h> (1 0/1) T» 

3 5mg N iK$6 8%tifc 6 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 5 2. 3 1 (s, 3H) , 
4. 01 (s, 3H), 4. 04 (s, 3 H) , 6. 43 (d, J=5. 5Hz, 
1H), 7. 01 Cd, J=8. 6Hz, 2H) , 7. 11 (d, J = 9. 2H 
z, 2H) , 7. 2 6 (b r s, 1 H) , 7. 3 2 (d, J = 9. 2 Hz, 2 H) 
. 7. 40 (s, 1H), 7. 4 5 (d, J =9. 2 Hz, 1H), 7. 5 6 
(s, 1H), 7. 5 6 (br s, 1 H) , 8. 4 6 (d, J =4. 9 Hz. 1 
H) 

JUKWfli (FD-MS, m/z) :4 7 3 (M + ) 
fUfe#J2 3 5 

N- (3, 4, 5- hlM ^->7i^) -N / - (4- [ (6, 
h4v/-4-4y *±i£ 7x-;H frU7 (2 7 1) 

6, 7-^y h + ^-4- (4-7;/7x; + >» *7 'J > (5 2mg) £ 
bJlx.> (5ml) lCjn&&JS¥U h'Ji**7*> (1ml) £?JD;L£& N h 
»J7*xy> (66mg) £fln*, 2^BMni«^Lfco RJSttlw3. 4, 5- 
^ S*i/T-'J> (7 6mg) *jpi. 1 9»WUDJ»«*L^, EJCfcfc&K 
h U -7 mxf-^?2|gltttt] L^MM^miAtt* 

MJ*/7-k h> (1 0/1) T?JRHt5>";*yA'*9A^D-7 h/77-f - 
fc-fc&fiMKU ^©^^7 6mg,iR$8 7KT»fc 0 
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X H-NMR (CDC 1 3> 5 0 0MHz) : 6 3. 81 (s, 6H) , 
3. 83 (s, 3H), 4. 02 (s, 3H) , 4. 05 (s, 3H), 

6. 44 (d, J=4. 9Hz, 1 H) , 6. 69 (s, 2H) , 7. 1 2 (d, 
J = 9. 2Hz. 2H), 7. 41 (s, 1 H) , 7. 41 (bra. 1 H) . 

7. 48 (d, J=8. 6Hz, 2H), 7. 57 (s. 1 H) , 7. 58 (s, 
1H) , 8. 47 (d. J=4. 9Hz, 1 H) 

M£Urlt (FD-MS, m/z) :5 0 5 (M + ) 

H»J2 3 6 

N- (2, 4 -V7Jl*a°7*-)l) - { 4 - [ (6, 7_-gy ^ 
-4-4V'J;lQ 7x-;U} fri/y (2 7 2) 

6, 7-v>V h4^-4- (4-7U7x; + y) +/'J> (lOOmg) 
£h;ux> (10ml) irjDii^L^ 2, 4-P7^n7 i -;Ky-> 
7*-h (12 0ml) 3 05OT)D&g3ltUc o frtfi LT£fc£a,£fc 

HKU h^^T^tSCilciiO^S©^^! 2 8mg x ©^8 4%T 

X H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 9 4 (s, 3 H) , 

3. 9 5 (s, 3H) , 6. 4 6 (d. J =4. 9 Hz, 1 H) , 7. 0 3- 

7. 10 (m, 1H), 7. 22 (d, J=9. 2Hz, 2H), 7. 28- 

7. 3 5 (m, 1H) , 7. 3 9 (s, 1 H) , 7. 5 2 (s, 1 H) , 

7. 5 9 (d, J =9. 2 Hz. 2H) , 8. 0 5-8. 1 2 (m. 1 H) , 

8. 4 7 (d, J = 5. 5 Hz, 1H) , 8. 5 2 (s, 1 H) , 9. 15 (s, 
1H) 

(FD-MS, m/z) :451 (M + ) 
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N- (2, 5-^7Md7x^) -N' - {4- [ (6, 7-vM 
-A-*rJ*))l) **rv] 7x-;U} ?U7 (2 7 3) 

6, 7-5^ h*v-A- (4-7$;7x;4y) +7 l> > (lOOmg) 
£h;Ux> (10ml) Ktag^UcgU 2, 5-x7;WD7x-;Wy-> 
7*-h (120ml) ^Jn^ 30^jD^-aStL^ o ^tHlT^fzm^^ 
h^x>T-^t^C<»:iCi:t)^©^^l 32mg, JR358 7%X' 

1 H-NMR (DMSO-dg. 5 00MHz) : 5 3. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 46 (d, J = 5. 5Hz, 1 H) , 6. 8 0- 

6. 87 (m, 1H), 7. 23 (d, J=9. 2Hz, 2H), 7. 2 7- 

7. 33 (m, 1H), 7. 40 (s, 1 H) , 7. 52 (s, 1 H) , 

7. 59 (d, J=8. 6Hz, 2 H) , 8. 0 3-8. 0 8 (m, 1H), 

8. 47 (d, J=5. 5Hz. 1H), 8. 78 (s, 1 H) , 9. 27 (s, 
1H) 

KSrfttfrM (FD-MS, m/z) :45 1 (M + ) 
HWJ2 3 8 

N- (4-7U-2-j'DD7xz^) -N' - {4- [ (6, h 
*is-4-*; >)Jl>) 7 :l-;U} »i/7 (2 7 4) 

N- (4-^DD-3--hD7x-;b) -N' - {4- [ (6, 1 -vl h 
+ i/-4- + >' >J;b) * + 7i^} 9U7 (150rag) £?nn*;t,A 
/^^y-;U/7K (1 Oml/1 3ml /3ml) iztmi* ^tmm± K U * 
^ (501mg) *Joi. 6 0TC{CT5 0^ra!W¥Lfco * ° d*;uaT"2Ih1«I 
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tmzv&u mk*tvu*)M*/7*Yy cio/i) vmrntzisvii? 

1 H-NMR (DMSO-d 6> 5 0 0MHz) : <5 3. 9 4 (s, 3H) , 
3. 94 (s, 3H), 5. 14 (b r s, 2H), 6. 43 (d, J=4. 9 
Hz, 1H), 6. 51 (m, 1 H) , 6. 65 (d, J=2. 5Hz, 1 H) , 
7. 17 (d, J=9. 2Hz, 2H), 7. 38 (s.'lH). 7. 48 (d, 
J = 8. 6 Hz, 1H) , 7. 5 1 (s, 1 H) . 7. 5 6 (d, J =8. 5H 
z, 2H) , 7. 8 3' (s, 1H), 8. 45 (d, J = 5 . 5 H z , 1 H) , 
9. 1 0 (s, 1H) 
WMfiVrM (FD-MS, m/z) :4 64 (M + ) , 4 6 6 (M + +2) 

fli&0J2 3 9 

N- {4- [ (6, l- ! Jt b*>/-4-*; MO £±j/\ 7x-^} - 
N' - [2-x^->^;^z;l < 7x-^ (2 7 5) 

6. h*i"-4- (4-7^7x/ + -» +y;> (lOOmg) 

*r*x> (10ml) Izljn&feMl, h'Jx^;U7^> (1 m 1 ) £Jn;tfc& N 
b*)7*Xf> (lOOmg) fcflQ*.. 2^JnMSffiLfco KJ6«fcx*;|/- 
2-7;M>yx-h (84mg) *Jd* % 2IMMHftLfc e Kfcttfcfc 

d*U/7*F> (10/1) TRHt5'>y*y^*5A^n-7'h^77^ 

^ H-NMR (DMSO-dg, 90MHz) :61. 37 (t, J=7Hz, 
3H) , 3. 9 4 (s, 3H) . 3. 9 4 (s, 3 H) , 4. 3 8 (q, J = 7 
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Hz, 2H), 6. 4 7 (d. J=5Hz, 1 H) , 7. 1-8. 1 (m. 9 H) 
, 8. 38 (d, J = 9Hz, 1H), 8. 47 (d, J=5Hz, 1 H) . 
9. 92 (s, 1H) , 1 0. 1 0 (s, 1H) 
USfiVm (FD-MS, m/z) :4 8 7 (M + ) 

HWJ2 4 0 

N- (2-S1-Jl**7*-)l) -N' - {4- [ (6, 7-v^ h*i/-4 
-*7U;U) 7*-)l) uU7 (2 7 6) 

6, F4->-4- (4-7$ y 7xy*v0 *J U > (1 3 lmg) 

^h;bx> (1 3ml) {CjUfllfe^U h'Jx^7i>(2. 6ml) ^Jn^ 
h'J7*zy>(152mg) fctDiu 2 ftlBtilDJiyBfE L fc« RiSttH2 
-> f;W7- 'J > (0. 11ml) *Jo;Lx 1 0»iMLt o Rjgft 

m^mx-mu mimmi-h^^ArmitLo «et»h«*u sis 

^^PD*W7t h> (4/1) TffltS^'J^W^A^DTF^ 

X H-NMR (DMSO-dg, 5 0 0MHz) :<52. 50 (s. 3 H) . 
4. 00 (s, 3H), 4. 00 (s, 3H), 6. 51 (d, J=5. 5Hz, 
1H) , 7. 08-7. 15 (m, 1 H) , 7. 2 5-7. 3 5 (m, 3H) , 
7. 45 (s, 1H). 7. 48 (d, J.-7. 9Hz, 1 H) , 7. 58 (s, 
1H) , 7. 67 (d. J = 8. 5Hz, 2H) , 7. 9 9 (d, J = 7. 9H 
z. 1H) , 8. 2 4 (s, 1H) , 8. 5 3 (d, J =5. 5 Hz. 1 H) , 
9. 6 1 (s, 1H) 

JMaffit (FD-MS, m/z) :46 1 (M + ) 
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^6fe^J2 4 1 ■ 

N- [3, 5-fcfX it!l2Jk±BAtM 2±=M ~N' - (4- r C6. 
7->7^'>-4-4;'J^) y^-jl} 9U7 (2 7 7) 

6, h*«>-4- (4-7;y7xy + y) *y »J > (5 0mg) £ 

r*x> (5ml) tztiammU >Ux^7 5> (1ml) «D*fctk h 
■J7**y> (5 5m«) «B* N 3^BWD«ai«Lfco Kettle 3, 5-fcfx 
(M^M-o^i,) 7x«j> (U6mg) £7jn;i N 2 OgffittftflttLfc, 
Eftttfc&K*** h U 9 A*jgtffc£jDx. N KKxf-;UT'2lHlJ*ttiL^W«yi 

8i4^DD*W7f» (10/1) TBHt6i"J*n*'5A^D7 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 8 3. 9 3 (s, 3 H) , 
3. 9 4 (s, 3H) , 6. 4 5 (d, J = 5. 5 Hz, 1H) , 7. 2 3 (d, 
J = 9. 2Hz, 2H) , 7. 3 9 (s. 1 H) , 7. 5 1 (d, J = 9. 2H 
z. 2H) , 7. 62 (d, J = 9. 2Hz, 2H) , 7. 64 (s, 1 H) , 

8. 15 (s, J = 5. 5Hz, 2H), 9. 13 (s, 1 H) . 

9. 4 3 (s, 1H) 

M£tfM§[ (FD-MS, m/z) :551 (M + ) 

Hi£#iJ24 2 

N- (3-*P 09°Pt J ;U) -N' - (4- [ (6, h*is-d-± 
yjjd 9x-;U) 91/7 (2 7 8) 

6, 7-i?jt h^.>-4_ (4-7$ ;7x;^;» > (5 Omg) £ 

r;Ux> (5ml) CJnUWSIIU h'JxWi> (1ml) S-Jn*.*:^ r 
Ut7*xy> (55mg) '«n^ SMDttlXlfc. S^IcS-^ddt 8 
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D ^7-'J> (66mg) £in* N 2 0£®tiomMmifZo SJStticftK** 

A/7-fe h> (1 0/1) ?JRH*S is*)i}>rM ? htw? Yy?7 4-m 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 1. 8 7-1. 9 4 (m, 
2H) , 3. 2 0-3. 2 7 (m, 2H) . 3. 6 9 (t, J =6. 1Hz, 2 
H) , 3. 9 3 (s, 3H) , 3. 9 4 (s, 3 H) , 6. 2 9 (t , J = 
6. 1Hz. 1H), 6. 41 (d, J=5. 5Hz, 1 H) , 7. 14 (d, 
J=9. 2-Hz, 2H), 7. 3 8 Cs, 1H), 7. 5 0-7. 5 5 (m, 3 
H) . 8. 46 (d, J=4. 9Hz, 1 H) , 8. 61 (s, 1 H) 

M£#Hi (FD-MS, m/z) : 4 1 5 (M + ) 

3SJ6W2 4 3 

N- {5- [2- (4-7;M-p) 7xy*>0 =L ey_£^} -N' - (4- 
[(6, 7-*J* h*y-4-*7'W t±kl Z±=M 7^7 (2 7 9) 
6. h*i/-4- (4-7i;7x; + ^) +;'J>(53mg)^ 

h^x> (5ml) fcflDil8j»U h'ix^;b7$> (1ml) *jD;Lfcfk h 
»;7*X^> (5 8mg) ^jta^. N 4^P B m^SML/c 0 ®Cttfc5-7$/- 
2- (4-7;M-o) 7*y*'>tTU5?> (95mg) £iD;U 1 9&Hftii!<fl 

S£U gfi*^DD*M/7*h> (10/1) "r«NW-*i/U*y>U*'5 
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1 H-NMR (DMSO-dg. 5 0 0MHz) : <5 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 44 (d, J = 5. 5Hz, 1 H) , 7. 01 (d, 
J=8. 5Hz, 1H), 7. 12-7. 24 (m, 6H), 7. 38 (s, 1 
H) , 7. 51 (s, 1H) , 7. 5 9 (d, J =9. 2 Hz, 2H) . 
8. 0 1 (d, J-8. 6Hz, 1H), 8. 19 (d. J = 2. 4Hz, 1 H) 
. 8. 4 6 (d. J =4. 9Hz. 1H) , 8. 7 7 (s, 1 H) , 8. 8 9 
(s. 1H) 

(FD-MS, m/z) :5 2 6 (M + ) 

^Jfe#)2 4 4 

N- {4- f ( 6, 7-^h4y-4-t;'J;b) t^y] 7x_;M - 
N' - (3-^^^;b7$y7x_;l/) frt/7 (2 8 0) 

6. 7->J* h + i/-4- (4-7;;7x;+-» *;>J>(52mg)$ 
(5ml) lijD^jgU h'Jx^;U7^> (1ml) ^Jn^^ N h 
'^^^^ (55mg) ZMz.^ 3&?$lJQimMUzo Kfomz3-y**ji, 
7lJ7-^y (6 9mg) ZtiQ^ 12^iQ^il^Lfco S^f^^K^ 
* h U SA**«*inx.. ^x^^T2lH3ttaiL^^^S^fafn^7KT^ 

A/7-feh> (10/1) T«S§|-r5 ; >'J^>r";k^5A^D-7h^57^--(cJ: 
0W«U £EJi©ft&$£7 2mg N JK$8 9%T-^fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 62. 92 (s, 6H) , 
4. 01 (s, 3H). 4. 03 (s, 3 H) , 6. 41 (d.-J-4. 9Hz, 
1H) , 6. 4 8 (d, J =8. 6 Hz, 1 H) . 6. 5 6 (d, J = 9. 2H 
z. 1H), 6. 88 (s, 1H), 7. 08 (d, J = 9. 2Hz, 2 H) , 
7. 14 (dd, J=7. 9, 8. 5Hz, 1 H) , 7. 35 (s, l H) , 
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7. 41 (s, 1H), 7. 45 (d, J = 9. 2Hz, 2H), 7. 55 (s, 
1H) , 7. 6 7 (s, 1H), 8. 4 5 (d, J =4. 9 Hz, 1 H) 

%&mm (FD-MS, m/z) :4 5 8 (M + ) 

H»J2 4 5 

N- (2-b Kd^'>7^^.;1/) -N' - {4- [ (6, h*»>-4 
-*7U;tQ **>Q 7j.-^} (2 8 1) 

6, 7-i?/ h + i/-4- (4-7^7xy + y)+y;> (10 5mg) 
ZDliLy (1 0ml) izUammmU b l )^Jl7i> (2ml) ZlBiLfi:^ 

h*)7*x¥> (i 1 8m g ) 2&mmmmmitz 0 Kitmz2-7i 

yy^y-ji (7 7mg) £Jdx^ i o^Jp^ii^L^o K^^HtR^ 

&&5i®U %.m<D<t&%5$:8 6mg, JR^5 6%TH^ e 

1 H-NMR (DMSO-dg. 5 0 0MHz) : <5 3. 9 4 (s, 3H) , 
3. 95 (s, 3H), 6. 45 (d, J = 4. 9Hz, 1 H) , 6. 7 3- 
6. 88 (m, 3H) ,7. 20 (d, J = 8. 6Hz, 2H) , 7, 3 9 (s, 
1H) , 7. 5 2 (s, 1H) , 7. 5 9 (d, J = 8. 6 Hz, 2H) , 

8. 0 3-8. 0 8 (m. 1 H) , 8. 19 (s. 1 H) , 8. 4 7 (d, J = 
5. 5 Hz, 1H) , 9. 4 6 (s, 1 H) , 9. 9 5 (s, 1 H) 

M£##rfii (FD-MS, m/z) :431 (M + ) 
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HMIJ2 4 6 

N- (3-bKD^y7x-;^) -N' - {4- [ (6, h*->-4 

-*yj;iO y^-M 7U7 (2 8 2) 

6, 7-->V h + (4-7^7x; + y) (H5mg) 

£h;Ui> (12ml) izmmmU Y*)^)l7ly (2m 1 ) £flD;i*:&, 
K'J7**y> (113mg) 2A®mmmitz 0 £J&fe3-7£ 

fr&3i§U ^M©ft&#f£ 9 5 m g N W6 0 %?mtz 0 
* H-NMR (DMSO-d 6 , 5 0 0MHz) : 83. 94 (s, 3 H) , 

3. 9 5 (s, 3H) , 6. 3 5-6. 4 2 (m, 1 H) , 6. 4 4 (d, J = 

4. 9 Hz, 1H), 6. 7 7-6. 8 5 (m, 1 H) , 6. 9 8-7. 0 8 
(m, 2H), 7. 20 (d, J = 8. 6Hz, 2 H) , 7. 39 (s, 1 H) , 
7. 5 2 (s, 1H) , 7. 5 8 (d, J = 8. 6 Hz, 2H) , 8. 4 7 (d. 
J=4. 9Hz, 1H), 8. 57 (s, 1 H) , 8. 73 (s, 1H) , 

9. 3 1 (s, iH) 
M&AVfm (FD-MS, m/z) :431 (M + ) 

$mM2 4 7 

N- (3 -b Kn*S/;ft^#-;l/7x-;l/) -N' - {4- [ (6, 7-v^ 
h*^-4-*yj-;t/) 7x-;b} 31/ 7 (2 8 3) 

ntkni 9 7Tl§tf:N- (3-ih^i/^M'-^7iZ;l,) -N' - {4- 

[(6, 7-^n + ->-4-^'J-;!,)^>>] 7x^) (19 0 

mg) ^^;-;K3ml) lc&ft?U 3 5 U -7 (5ml) 
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3 8«T»fc 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3 H) , 
3. 95 (s, 3H). 6. 45 (d, J = 5. 5Hz, 1 H) , 7. 20 (d, 
J=8. 6Hz, 2H) , 7. 3 8-7. 6 5 (m. 7H) . 8. 13 (s, 
1H), 8. 46 (d. J=4. 9Hz, 1 H) , 8. 88 (s, 1 H) , 
8. 97 (s. 1H) 

nmfttirm (FD-MS, m/z) :4 5 9 (M + ) 
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mm 

'>-t'>rft(Nephron, 22, 454 (1978)) lei ^T«»Lfco 
10%^^ffjto?f (ot. FCS iBSt) ££t;RPMI 1640 %m (OT> igifeiBS 

^^>^^A»^2 4^¥JS^U-Hc}SSL^ 10%FCS ^t^\zx2 
Bf%mUz 0 «^l^x;^3tt)^3xi o 4 ®i4^y;B#*T^^0. 
5% FCS*^jMftfcaau *e»lc3BIW#LTit«l*ffjl:S*fco 
*»*U g#lfc»£500 #1 ©e«reft*«. O. l^v/JfitffT;^ 
> COT> BSAiBSt) *#trfM*2 5 0/i lfttoLfc. 
•>K (BTF, DMSO£B&*) cm$«^«|»HII«;o«Jftlcl. 3 8/z J 

**i$I@?BBtg COT, PDGF-BB «*) £0.1% BSA*^tffttt<;:jftffS« % 
Cft«Mi»<5 Ong/ml 4tt*i^»c#9x^ic25/« l-fofttoU 37*C 

tttttlfcfeU 5 00M®y>Mftff£Sft- 
**(pH7. 4) CHT. PBS «*■) Tttteftftfe «BK:7r»fbmtt 
(IX Triton X100 N 2mM h-K^^m^- y \) t?^ \& x ^u>$; 7 ; . 



WO 97/17329 PCT/JP96/03229 

208 

mt2 + v <j * a mr. wtht*t) *£t? h »j (p h 7. 

zarnmz 1 Jimsti- h; * a (kit, sds ^ 

PDGF-BB t) @ B ij >Kffc£gtf*:PDGF£g# (^?fi : ft 1 8 OKDa ) 

PDGF-BB aSttC«PDGFMfc©S3»; >gtffcft£ 1 0 0%. Xtt&£0Pl>GF-fi 

B»J>IMfc**a*L*: 0 
^H^fO«^^Pg{c^^T, *n^no«^C4>^-5PDGFS§fl:aB u 

g&ft S B |J >Kft 5 0 Xffi««ft ( I C 5Q ) L fco 
*MOftMOim&flEBBU >»ft5 0%SB#^J& ( I C 5Q ) til 0 0 

'ss#SB>j>iift5o%igi«we (i Crj ©is**»2aic*t©T*to 
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m 2 m 

PDGF«S#eBU>IMk 

ft&tott B»«*'(IC g0 : «M) 

_ . __ 

(6) 0. 45 

(8) 0. 10 

(16) 0. 05 

(29) 0. 80 

(32) 0. 30 

(4 3) 0. 0 0 5 

(4 4) 0. 0 0 6 

(4 5) 0. 0 14 

(4 6) 0. 02 1 

(4 7) 0. 04 3 

(4 9) 0. 018 

(5 0) 0. 0 6 7 

(51) 0. 009 

(52) 0. 03 
(5 3) 0. 010 
(5 4) 0. 0 03 
(5 5) 0. 0 0 3 
(5 6) 0. 0 04 
(5 7) 0. 0 0 6 
(5 8) 0. 0 02 
(5 9) 0. 0 04 
(6 0) 0. 0 04 
(6 3) 0. 4 0 
(6 6) 0. 13 

(67) 0. 11 

(68) 0. 44 
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21 0 



(69) 


0. 05 


(74) 


0. 34 


(75) 


0. 1 8 


(79) 


0. 34 


(94) 


0. 023 


(1 1 3) 


0. 004 


(114) 


0. 0 04 


(131) 


0. 003 


(133) 


0. 007 


(135) 


0. 043 


(138) 


0. 014 


(139) 


0. 005 


(16 3) 


0. 005 


(165) 


0. 010 


(166) 


0. 0 1 1 


(167) 


0. 0 04 


(168) 


0. 006 


(169) 


0. 004 


(170) 


0. 018 


(172) 


0. 0 1 0 


(17 3) 


0. 016 


(174) 


0. 002 


(175) 


0. 0 06 


(188) 


0, 0 06 


(189) 


0. Oil 


(190) 


0. 021 


(192) 


0. 0 04 


(194) 


0. 0 14 


(195) 


0. 0 79 


(196) 


0. 031 


(197) 


0. 010 


(198) 


0. Oil 
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(19 9) 


0. 003 


(2 0 0) 


0. 004 


(2 2 0) 


0. 009 


(2 2 4) 


0. 08 7 


(2 25) 


0. 04 7 


(2 2 6) 


0. 0 1 1 


(2 2 7) 


0. 0 7 3 


(2 2 8) 


0. 0 5 5 


(2 2 9) 


0. 037 


(2 3 0) 


0. 0 34 


(2 31) 


0. 0 1 9 


(2 3 2) 


0.018 


(2 3 3) 


0. 0 13 


(2 3 4) 


0. 024 


(2 3 5) 


0. 043 


(2 3 6) 


0. 0 55 


(2 3 7) 


0. 0 75 


(2 3 8) 


0. 0 1 6 


(2 3 9) 


0. 005 


(24 0) 


0. 1 5 


(2 4 1) 


0. 0 18 


(2 4 2) 


0. 018 


(2 4 3) 


0. 0 1 4 


(2 4 4) 


0. 009 


, (2 4 5) 


0. 006 


(2 4 6) 


0. 0 1 3 


(2 4 7) 


0. 0 09 


(2 4 8) 


0. 063 


(2 4 9) 


0. 04 1 


(2 5 0) 


0. 017 


(251) 


0. 036 


(25 3) 


0. 007 
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(2 54) 


0. 0 07 


(2 5 5) 


0. 0 1 5 


(2 5 6) 


0. 004 


(2 5 7) 


0. 007 


(25 8) 


0. 007 


(2 5 9) 


0. 005 


(2 6 0) 


0. 002 


(261) 


0. 0 1 0 


(2 6 2) 


0. 002 


(2 6 3) 


0. 0 04 


(2 6 5) 


0. 005 


(2 6 6) 


0. 001 


(2 6 7) 


0. 1 5 


(2 6 8) 


0. 007 


(2 6 9) 


0. 0 08 


(2 7 0) 


0. 0 06 


(271) 


0. 0 04 


(2 7 2) 


0. 0 03 


(2 7 3) 


0. 005 


(2 7 4) 


0. 0 36 


(2 7 6) 


0. 005 


(2 7 8) 


0. 003 


(2 7 9) 


0. 02 9 


(281) 


0.. 0 1 2 


(2 8 2) 


0. 008 


(28 3) 


0. 002 


(2 8 8) 


0. 024 


(2 8 9) 


0. 032 


(2 9 0) 


0. 055 
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l&6V£<Dt&& ffistar-Kyoto yy h (7MB) (B#f-+-*X'J/<--tt* 
&A^) ) *ffll^ 0 ft?? hThyl. 1 fcfttS*; * n-^l4S#"P*« 
OX-7 (Pathol.Int.45.409(1995)«-ffi^Tl®SS!Lfc) £1. 2mg/kg©fflg 

»*Hi\ OX-7«!5SB«fct>lB2lEk 8 Bfmmffi&n&S-lfZo 

1 : ###1*11;: 2 5%&T©@ft^£Iga6S 

2 : mm K 2 5 ~ 5 0 K©«fbS&£ffiii> 5 

3 : II 5 0-7 5 KORffcSigfcBa 5 

4 : ###f*3{c 7 5-100 K©8fk£f£*Ka6 5 
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lOmg/kg 1 1. 7 P<0. 0 5 

aOmg/lg io. 2 p< 0 . 0 5 

1 OOmg/kg 1 3. 7 P<0. 0 1 



,1 4tm%^4 3®<t&®(D r?oz&mmMtil (P3 8 8) izttt-zfomm 

®% 

^•>xaJtelffll!aP3 8 8« (ATCC^A^) £ 1 x 1 0 6 <lJigEft(c 
13 0 %®@#8)3lri<Iga6 b^ifc, 

fcfcttU 0 0mm 3 SKK:ttofc«FjfeT^B^JWS(«|©sp^^ 
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-l=«J:Sfcl*4Ef^c«»tt*U 1 OOig/kgitts^^ica^^ 

i i L^i^ ammo x b g oMm« c x , ttn^j^ 
■w«*Txiu'iwJiaaw.(TGiR) = ci-tx/'cx) x 

*- kt->^««u ■**«*< i o oiDm 3 mmzK^m&T*momm# 
no^m^zt^^otzimmf-Dizm^u s o*/kg*« 

WO«WW*TxiU ®jg^»J3* (TG 1 R) = (1-Tx/Cx) 
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2 16 




3H33I 




mmmmmmm 




(TG 1 R%) 


(44) 


78 


(45) 


68 


(52) 


86 


(56) 


52 


(57) 


64 


(58) 


57 


(59) 


82 


(165) 


7 0 


(16 8) 


56 


(173) 


54 


(190) 


50 


(191) 


. 50 


(19 4) 


59 


(2 2 5) 


58 


(227) 


78 


(22 9) 


81 


(2 3 5) 


78 


(2 3 6) 


84 


(2 3 7) 


74 


(2 42) 


62 


(244) 


73 


(2 54) 


85 
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(2 5 5) 8 6 

(2 6 0) 5 2 

(2 62) 8 7 

'(2 64) 6 3 

(2 6 7) 6 5 

(2 7 2) 8 4 



itz 0 ztiimmmmm (tgik) ©^iis-sM^ic^to 



M4m 

mmmmm 

mm (tg 1 r%) 

(4 3) (5 8) 
CGL-1 colon 68 74 
St-4 stomach 78 86 

L-2 7 lung 8 3 9 6 
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ttBflU 

-»9-10E©«ttD'BA/UNCrj^ (9iil£> ( B ** + -,UX 

(K-4 1. 37-y>ft«5Hlf*) > 15 ^Mycobacterium tuberculosis 
H3 7Ra (DifcoLabs.fr&A#K 2. 5iDl©£ll&£fcfc c fco f 7 . 5ml© 
^ft*7o-f >KTS; a /<>K (Difco Labs.^bA^) Hx 7 ^y' 3 >^ 
«U ^f^©«8«C3*BI©mBn?2@. lESfcti-o, 1HKT**LH- 

7/10 7 0 

1 Omg/kg 1/ 9 12 

10 Omg/kg 0/10 0 
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*fMB©<b£ttii. mtimmmctttmmm, zvmki^ pdgf^ 
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J 



it o fg m 



R j £ R 2 ii-ttfc<C oTC 1 -C 3 ©7;U+l^> £ j&jfc* 5tOT*t)>Wli 

■CHSfcliNTifctK 

1. W#CH<D«£ % 

(a) Xli05fcttST?*0 N 

Sti (II) : 



C l" c 5 7;l/+;k c 1 -c 4 T;UD*i/^fc(iC 2 -c 4 7->>>u-e*5] T 
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3* (III ) 




(R 3 > 



(IN) 



S (IV) : 




(IV) 



(b) XfiO, S^/c(iCH 2 T"*t). Qte> 
3« (V) : 




ft. ft 
B 



(V) 



j fc«k k ttfigg tc 0ifcttlT*e;R 5 li«ic H * fc ri c j - 

(C 3~ C 10 ) 7 *+^ C 1 -C 4 7^a+2/**iKi;k 7x-;K ^ 7 
7 y ;k - ;k ■< > ji s > w tzit c c 7 ^ 

Z 4 
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MOi^^O-vf- □ 7 'J - ;Ug& 5 9 - S tt 1 0 -*©3B»3S:©^t n 7 
ATg3b£ftS;:ftt>©7;|,*;|,g % 7'J-JHJ/:|i^ D 
7U-;l*fck CN % NO^ OH, NH 2 , A B y>, Cj-C^U^k 

'«« (c 3 -c 10 ) 7;u*^ N c 1 -c 4 7;m + ->, c x -c 4 7;io**> 
s>**^ c 1 -c 4 7;u4-;U7^y s (c 1 - c 4 t**ao 7 57. 

C0 2 H, CONH 2 , N- (C 1 -C 4 7;^;b) 7$ Ks N, N-?- 
CC 1 -C 4 7;U^;b) 7$h\ C 2 -C 4 7^+;l/7? K s bV7.j\,*a./* 
;k c 1 -C 4 7^+;Uf-^ > 7x_;k ij|7x;;k 7xM^ i| 7 x 
-/4-*>s 7i_;l/f^ fi&7*-;l/5^\ 7x^b (C 1 -c 4 7;^;U) N 

h°uy^;K fnij-^K bXU^;k tX^-^k ^^tX7-;-;K 

•J-'K **V'J-;k <>W;k WH'Oy-f ;U4fc*4 
C 2 - C 4 7 bmmtiZ 1 - 5 "«©«MI**.LTi^T i> «fc <k B tt N 
Os S s NH N NCN, NRgSfcttNORg C:f, RgttC, -C^TJl 

2. W^'NO^ XteO, SSfcttCHgT*?), QfcU 
35 (V) : 
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K«K K ks R 5 > AfcJ:tfBJiVvfnt>±K<!:IM*T**] T*S 0 } 

2. £ (I) 4\ W#CHT*t)x X*<0£*:liST'fc?K Qrt<5£ (II) > 

a an ) r^aa (iv) r^ti6, m&m Ktm®*j y 

3. 5£ (I) 4\ W^'CHT*^ Xj&<O?*0x Q#5£ (II) , 5* (III ) 

tfcttsc (iv) x-mztiz, w^iKSStt©*; y >SMWM3J:tf*ne>©* 

4. a; (i) x#cu sttiiCH 2 Ti^ Q#ac (v) T*jF£ft£> 

5. 5fc(I)4k R 1 fe«tO t R 2 *WJlcC 1 -C 5 7;U*;UT*?)x Qrt< 
£ (V) K (V) tk jfciCfktfOT?*^ Bli, 0. S, N OR g (:: 

©*/ y >w»*tt5>cfK:*^y y >^s^ *> «t * n s» om^ft § 

6. 5$ (I) «k R 1 *J«l:0 f R 2 *^(l<cC 1 -C 5 7;U+;l/i?*t). Q*< 
S (V) K (V) 4\ jj&<07?*t)^ok*<n?*5K 

N CN> NRgtfcttNORg (ZZT\ RgliC J - C g7;MrJUTfc3) T 

**] T-^6$n-5> cieis©*/ y >RSM*tt£tfK:**y y 

fls *J:tfen60«*ttCtt*T**it. 

7. i (I) ck R 1 fcJ:c;R 2 *WJCC 1 -Cg7Jl/+^T'*t) N Qjfr< 
a (V) K (V) 4k j£,fctfk3&<tt>JilT*£>0> R g^SUKTMSI-rtiM: 
**JUT**?K BWU 0> Sx NH N N CN N NRgSftttNORg (CCT> 
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8. % (VI) : 



^T*t>s Ali>f-;k xfA % 7*0 f;k -fv^obX 7^;k 'Tv^k 
s-7^;k t-7f-;k ^>*;k -fyo^k ^□'O^Jk i/^nA. 
*v^k i/^o'v^k 7x-;k ^7^;k 7'j;k f-x.=Jk f>ji?;i,£ 
fc(4tr«J ; -*=JUT*& % AT**>3ftSCft&©7;Mr;US- N 7lJ-***fc 
(^xo7'J~;US(i N 7;1/^d n ^dd, 7d^ n 3 - K> ^7 A t Kn+ 

- ho, >?-;b7$A Vt+frTZJ* v>x?-;l,7SA 

tVU7$A S?7>;U7£ A M7;M-o^*;k **>K x*;k 7d t^k 
-Y77°Dt 0 ;k 7>;k -f77*;k s-7>;k t -7>;k ^ xh 
+ 7 , D^+i/ N V7*d#*S/ % *;l/*'JA t'oiji?;, bXij^yj/; 

4V >J >R«fl:tt€,of|c*^yij >SKMfc 5J:tf*ft&©S8^fciegT ? fc.5 



O 





10 
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9. 5£ (VII ) : 




(VII) 



K4\ WiiCHt^(iNT*!5, j {40T?**)^okttlT***\ £££ 
j tt 1 Tr* t) *o k It 0 T-& *3 . R 2 «k OCR 2 (i^gijfc C 1 - C 5 T 

of;K 7>;k ^fv^k s -yf;k t-7^,k ^>*;k -rv«>* 
;k ^d<^ ->*n^*->,k «>^D^^;k 7^jk ^-7^;k 

v/7A tKa + k -ho N 7$ A ^1/7^ A ->Vf-;U7 
$A ^ 7 =A ^Df;U7$A >'7>;b7SA bvyjitrm- 
>k t*>W x^;k 7ot°;k JVZfnt'JW Jvy+JK s-zff- 
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10. 5£ (VIII) : 




K4\ W(iCH^/r(iNT-4>«9. R j t tzltR 2 (i<TOc C 1 - C 5 7Jl* 
;kC*&*K R 5 tt®MlZ7m£frteJ1-JU?Z>i3^ AteC x -C 6 7;M^k 
C 1 ~ C 4 T ^^-^ *s9w<y+)W '>?v\*i/)W yfv^-fl-JW 
c 1 -C 4 7;U3*'>£;b*'-;t/ s 7x~;k ±7f-;k 7U;k ^x^;k k 
>vV;k 7-fe^k f'J^Jk £'J$5?-Jk fo'jv'-Jk f^ys^jk 

7;l/*;Ug N T'J-^tfctt^xoT'J-^UXttx ^Df> N >7A C0 9 
H. CONH 2 , t Ko*>>, -ho s 7^y. C - C 4 7;U+;U7 $ a V 

- (C 1 -c 4 7^4;u) 7$ a c 2 -c 5 7->o*-> N c 1 '-'c 5 7->;k- 
C 1 -c 4 7;u+;i/5 1 ^ h U 7;M-oy?-;k C^-CgT-M^k 
C 4 7,0o*i/Jk C 1 -C 4 7d/=*S'rt/b#-;k N- (Cj-C^U* 
^) 7$ h\ N, N-v- (C 1 -C 4 7;^;b) 7^ F\ C^Q 7)\s*)l 

7i h\ 3Li-u>i>**is^ 7x^k 7i; + A I^7x_jk OvV;k 
t°Uv?;k k'7-^;k f'JS-^k t°'jy^-;k *AJ;k titit^i-V 



WO 97/17329 



22 7 



PCT/JP96/03229 



11. St (IX) : 




(IX) 



Kf>> WttCH*fc»NT*t) % R 1 ^R 2 !*C 1 -C 5 7)^ 

C 1 -C 4 7^-^ % ^o^^k ->^D-\^f-;k 

>W;k 7-fe*;k fU^k t'U $ i?-,k t'o 'J * - ;k e^y >^;k 

7;u+;ug, 7U-;ug^^(i^D7y-^gii > y 7;> co 

H, CONH 2 , tKD*.>^K 7$A Cj-C^^TSA * 
- CCj-C^***) 7 *A C 1 -C 5 7S/D*i/ N Cl -C 5 7->;k 
C 1 -C 4 7;U+;W N MJ7;U^-D^^;k Cj-C^M^k C^- 
C 4 7JU3*^ C 1 -C 4 7/b3*5/*;Uto^ N- CCj-^7** 
7$ K> N, N-v- '(C 2 -C 4 7;U+A) 7S K\ C 2 -C 4 7/U*JU 



"A 



THIS PAGE BLANK (MSPTO) 
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l 2. 5fc (VI) <k W^CHT*^ »#®8 niE«©*y 'J 

l 3. a (vii ) tk w^CH-cfcs, wm9 i-saB©*; 'J >iflg#fc 

14. 5£ (VIII) * N w*<CH^*S> 0{cf2^©+y >J >S§>?# 

15. £ (IX) ik W*<CH-e*5s tt^gl 1 KS2«0*/ 'J >9Kff#fc 

16. a (X) : 



R 2 0 




N 



(X) 
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««k Wtt C'H 4 14 N T* 0 > ' R j 4 tt R 2 (4MSIJIC C j - C g 7^4- 
>»UT*&tK R 5 J4fl«!lic*»4A:l4yf-;PT*t>s A'ttC x -C g 7/U^Ms •> 
7D^>^;k i^nM^k ^o^^k 7<J;k Cj-C^lo* 
*>*^iK-^ 7*-;k *7*;k ^>vV;i>T&^ A Testis ctit> 
®7A+^ 4fcl*7';-*»4s OH, C0 2 H, 7;k*o % ?d D> 7d 

^ -f* a > 75A (C 1 -c 4 7;u+;p) 7$A xf-i/>^ 
* Djf ^ C 1 -C 4 7^+;k C 1 -C 4 7;bn + ->. f'Jv^k 4fcl47 

17. (XI) : 




WttCH4fc«4NT*tK R 1 *fcttR 2 »4«W«:C 1 -C 5 7** 
;l/T*0s R 5 tt«C*«4fct4y^T?Jb»), Al4C 1 -C 5 7;U+;k •> 
*o^>*,k :^a^^ ;>^D^f;K 7'J;k Cj-C^Ua* 

©7**J^ 4fcl47'J-;Ug|4, OH, C0 2 H N 7**o s *n D> 7n 
3-Ks -ho, 7$ A -7- (C- -C ,7;M^10 7$ A x^U>>? 
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18. « (I) * N W*<CHT*»)s X#OT*?K RjJSJiOfRo^ifc 
Q*« (V) « (V) ^ j*J;Ofk*«(K0«fcttiT 
*tK R g ****** 0 % AttCj-CgT^+zk ->^o^>^;k s,*b^ 

^fcii^xDTU-^Sfi, OH. C0 2 H N yjlta^ ^ D> g- 
h\ -ho, 7* A v?- (C 1 -C 4 7;U^^) 7iA xf-U 

^ C r C 4 7 ^ C 1 -C 4 7;U3 + .> S tf'JSMs *fctt7*.=.** 
t»*^$n«l'-5fi©flHJl3l*WLT^T*>«k<x BfcU 0 N S N NH\ NC 
N, NRgSfcttNORg (dCT\ R g «y ^;UT'&6) T&*>Sft 

19. 55 (I) iK W*<CHT***K R r R 2 *<<t t>liy f-^*t) N 

2 0. 6, 7-->V h*i/-4- (2-y h + y7i; + >» *y U > v 6, 
7-v*y b*i/-4- (3-y h*5/7xy*5/) *J 'J >, 6, 7-v?y 

v/-4- (4-y h+^7xy + -» *y u>, 4- (3-7itD7x;4«» 
-6, 7-?y h*->*yj> N 4- (3-t Kd+->7x;+v/) - 6< 7 _ 

h*->*y U>> 4- (4-7d^7x; + » -6, 7-s?y h + .> + y 
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4- (3, 4-i?7 h + v7x; + -» -6. 7-7/- Y*ri/*J 'J > y 
6, 7-y^ + y-4 - (l-t7fW^) +y 'J>, 6, 7-->Vh* 
*-4- (2-*7*;M-*'» *7»J^ 6, 7-yXh + >>-4 - (5-y. 
h**-l-*7?^***) 6, 7-->Vh + ->-4- 

*->-2-*7*;fcMri/) *y 6, 7-x7h + y-4 - 
5/r2-*7*A**50 */ 'J7 N 6, + (5-*y>J;U 

4- (4-- f>KUA*+S/) -6, 7-yy^->+y -J>, 4- (5-^> 
K'J****) -6. h*:>*/'J>. 6, 7-^^y-4-(3 

*i/7i-w) *yy>^&«?*n«. **siice«0Sc (i) 

21. (4-n-7f-;U7x-;U) {4 - [ (6, 7 - -7/. h**7- 4 -* 

[ (6, 7-77 h**7-4-*/ !M0 *+•>] 7x-iH > N (4 _ 

h«j7A*D^*7xi*) (4- [(6. h^-4-*;>JA) 
t*i/]7x^}^y> N (4-t-7*fJl/7*_;b) (4- [(6, 7- 
7/. h*S/-4-*^/U-A.) **7] 7xzjh y*y> N (4_ t -7* 

* 74i *). [(6, 7-5» h + *-4- + >'JA0 yf-;U] 7x-;H 
^77 N- {4- [ (6. 7-77 h+^-4- + y y^) ^- +S/] 7x _ 
M -5^d«n+*>**#+*5 H\ N- {4- [ (6. 7-77 h*7-4 
-*>"J;lO **7] 7xi4/} - (4-^ho7x_;b) h\ N 

- {4- [ (6, 7-77 h*7-4-*y y^) 7^^} _ ( N> 

N-77^7$7 7xi;U) *;M***S K\ N- {4- [ (6, 7-77 h 
*'>-4-*V»J*) **7] 7x^} - (4-7***7 
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If 5 K N N- {4- [ (6, h*S/-4-*y U;U) 7x^} 

- (4-n-W7x^) *;M***S h\ N- {4- [ (6, 7-?y h 

*5 h\ N- {4- [ (6. h*^-4-*y';;U) 7z;A j 

- (4-yDt7x_jl/) rt/b***^ Ks N- {4- [ (6, f+s/ 

(4-n-7*^7x^;l,) -N' - {4- [ (6, 7-v^ h*;,-4-4y 
U*)***'] 7i-;l/} H7ix7sN- (4-t-7f^7xz;l/) -N' -' 
{4- [ (6. 7—>V h*S/-4t*yiJ*) **sO 7x-jW'si/t % N 

- (2-h'J7^a/f;b7x^.;l/) -N' - {4- [ (6, 7-vV h + 
-4-+/U;U) 7xi;H 7U7, N- (3- h 'J 7 ;i/tn^fA7 
x-;U) — N' - {4- [(6. 7-S?y h + «>- 4 -+>"J ;b) 7x 
-M 7U7 N N- (4- h 'j7A*nyfA7x^) -N' - {4 - [(6. 

,>7i -^) -N' - {4- [(6, 7-^h*'/-4-+;H)>+^] 
7x-;l/} 71/7, N- (3-y>*S/7*-;W -N' - {4- [ (6, 7- 
^h^i/-4-+7'J^)^^>] 7x-;« «>U 7 N N- (4-p<h*<>7 
x-;b) — N' - {4- [(6, 7-7yh + ->-4-*;^)t+>'] 7x 
7U7x N- (2-7;M-n7x-;l/) -N' - {4- [ (6, 7-^ 
^>>-4-+;'Ji) ^i/] 7x-i) 7U7. N- (3-7;l/tD7x- 
-N' -{4- [(6, 7-7^+y-4-+>U;l/)^i/] 7x_;H 
71/7, N— (4-7Wn7x-W -N' - {4- [(6, 
-4 7xz^} 7U7x N- (4 -7-fe*;U7*^;lO - 
N' - {4- [(6. 7-v>V h + ->-4-+y'J^) 7*-Jl} 91/ 

7x N- {4- [ (6. l-i?jt h4->-4-*y 7x-;H - 
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N' -n-yob^l/Tx N-n-7f\>l/-N' - {4- [(6, h 
*5>-4-*y yjt,) 7x^;u7U7. N— (2-7^D7*-;W 

-N' - {4- [(6, 7-^>*^-4«4^yyiA) *+5/] 7x-M 
7b7s N- (2-y h^7x-A) -N' - {4- [ (6. h**> 

-N' - {4- [ (6, 7-S?y h + *-4-**"/'J.=JtO **s/] y^-ju} 
7U7> N- (4-y h + ^7xi*) — N' - {4- [ (6, h*-> 

7x-^} 7^7, N-n-^f-^-N' - {4 
- C(6, 7-v^ h + S'- 4 i*) 7x-;b} 7 U7, 

(4-[(6.7-^y h*->-4-+;'J;l/)t+i']7x-^} [4 y ; 7l 
y*y> x (4-[(6, h+i/-4-+7 "J;l/)t+->]7x-^) [4 
-foijj;;7x-^ {4-[(6. 7-^ h*i/-4-*y y*)>* 

S/]7*-jU) [4-tX^/7x-;b] ^;>,N-(2,4-^dd7x- 
^)-N'-{4-[(6,7-v>V h + «>-4-+V 'JW/]7xiA)^|/7, N-(3, 
4-vJ;dd7x-;M-{4-[(6,7^> h*->-4-*y yA0**S/]7* 
-^}7^7 N N-(3. 5-i?^DD7x-7b>N'-{4-[(6. 7-SM h*i/-4_* 
> U dO** >0 7 x sljI/} >7U7n N-(4 — — y f;t,7x-;l/)-fT -{4 

-[(6. 7->?y h*->-4-*7 l J^)t+>>]7xz^}7l/7> N-(3-7 ^y- 
4-7do7x-;1,H'-{4-C(6,7-^ F+/A4-+y^)t+f]7xi 
^}7l/7, N-{4-[(6. 7-v^ h*->-4-*y «; A0*+$0 7 x_;U}-N' -( 2 
-fJS?;M 1/7, K-(3,4-i?7^o7x^H'-(4-[(6 1 7-^ 
* h 4- >- 4 -+ y »J •>] 7 x 7 1/7. N-( 2 . 4 . 5 - b 'J 7 A* d 7 

x-;b)-fr-{4-[(6. 7-SM f^>- 4 -*y l J;0t+i/]7x_i}^U7 N N - 
(3-^od7x^H-(4-[(6, 7->V h + ->-4-+y »J;U)^-+.>] 7x - 
^)7P7, H4-hKD + v'7x-;l,H-{4-[(6,7-y> h**>-4-*y 
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'j*)**s/]7*i^}i>i/7^6«R$n^ iiMtgiHeitoa (i) -en 

6 $ ft 5 ft&tlfc «fc tf* ft & ® 3££tt f cffgT g 5 £ 0 
2 2 . N*8 1~21 ©^-rft^-3icEE«0lfQ/Jvg6*fiJcSB^5§ft@ 

2 3. m^i-2 1 <o^?nfr-mztm<D4t£®&&y*ti*®w£fi 

2.4. »#5U~2 10l^ft^Wwia«(D^^feitJf*ft6oj(E¥ft 

sis* bttsi** &jst*ns4>tt < i i 8£W#jj&#<h Lr^wt 

2 5. If^l~2 10^f ; ft^-^c|H«©{b^3fcJ:^ftb©ll^&ii 

2 7. f*jfc£l ~2 1 ©Wf ft^-5ClB«©fl:^fe<l:c;^ftbOlSl^fi«l 
2 8. Ift&ai -2 1 ©^f ? ft^-iiicIB«0{t^tlfc«i:^ftt>©l5l^^ 
2 9. lf^l-2 l©l^ft*N-5cBR©<fc^fefcJ;^fte,©|g^{i 
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3 1. It^5s 8s 1 2<D^tnfr-m^m®it&®lsJ:tf*tlZ>(Dm 
3 2. ff^mZv- 1 0s IK 14x 1 5 s 1 6> 1 7 a 1 9<D^-?tlfr- 
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